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imm^] mmm 




R^^ J: tKR^li^n^tiS^S tiT VAT % J: ^^flgJKr;^^'^fc^K^S* itUm 

1 mm<Djt^mo 

[^^:«7] Z^iSJznZ^t^^^n'en-O-. -S(0)^- (inttO~2®M|?S[ 
^a^-r) ^fel±-N(R^)- (R%;lc^M^*fcliemStiTVATt)<kVAiBaT 

1 £BiE# 2000-3029963 



<> t 



11—170345 



[ft^^S] Z^^^-O-^fcli- S (0)„- (inliO~2©MiS[$:a^i-) TfeS 
[11:^^12] Y3b^-N(R^)- (R^ttTK^M^, gmStlT^^T% J: VNj^^fc^K 

o 

M:^^ 1 2 ias©ffc^#»o 
[It^^l 4] R^A^;}>;V^>«/*fcl±a:^;i/T^-5M^]fil 2ia«o)^b'a-i^= 
[M^^l 5] R2}b^«Sl^tlTV^Tt><fcV^^:i^J^>fb*^»T-^-5»^]^lfB« 

\^x%^\i^mm^mmmmx&^mi^m i iH«®^i:^#)o 

^;i/*^tttf/<u ^;i/T'fesm#^i 7iH^®'ffc^i^„ 

2 aj|£# 2000-3029963 



1 1 — 17034 



# 



[|t*^2 3] 7- i4-:r.h^Zy:r.h^i/y3i—?]/) -l-a:^;i/-N- [4 

- [ [N-;?i^;i/-N- KDtr^>-4->f;i/) T^y] -y 

ain;i/]-2, 3 -i/t Kn- 1 -^>V^Tif' t:°>-4 -5!j;i/>K>^T^ F, 1 
-aL5^;i/-7- i4-zfU:i<^i/:r.h^tyy3L:^;\/) -N- [4- [ [N-:>l^ 
;i/-N- (5^ h^t: Kn tf^>-4 ->r;i/) T^y] -2, 
3 KD- 1 -^>^/Tiflf>-4 -;!j;i//K>^T^ h\ 7- (4-^h^ 
i/Ol h:3pi/-7ai— ;U) -l-3l^;i/-N- [4- [ [N-;!t^;i/-N- (7^ h ^ 
t Fafcf^>-4 --r;i/) T^y] :7a::^;i/] -2, 3-$;^-b:KD-i 

-5!j;i/3i<>^T^ K, 7- (4 -Xh^J/Oih^S/^ai^ 

- 1 -3iNA/^;i/-N- [4- [ [N-:;i^;i/-N- (5^ t KDfcr^>- 
4--r;i/) T^/] :7a^n;i,] -2, 3 Fn- 1 -^>v^rif bf 

>-4 -;lj;i/iiC>^T^ F> 1 7 - (4 -^n/K^^ji h^^>:7 3i 
-N- [4- [ [N - :jI N - (7" h ^ H FO tf^ 4 — f;i/) T 

^t^/b] 7a:— -2, 3 - i^fc FD - 1 -^^^Tlf If >- 4 
3K>^T^ FfeJ:tK7- (4 -:/F:^$/:n h:^$/:73in;i/) - l --^f]/^ )V-N 

- [4- [ [N-^5^;i/-N- (^h^t Fntf^>-4 --f r^y] 

7ac-;i/] -2, 3 Fn- 1 -^>yTiztr>-4 -?fj;i//K:y^r^ 

[|&*«2 4] ^:^«2 3gB«®^l:^i^*fctt^®iS®^n F^^y^. 
[«^^2 5] ^ 
lit 2} 




II 
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[ffc4] 



m^m 2 7] c c R 5 f^mmx'&^>m^m 2 e mm<Dm^m. 

^:fp>, T.^rfV':^. %\£'y\£i/. 'r'^i^JVpy. :i::7t if *feJiTA 





C 

II 

0 
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#^ 11—17034 




[0 0 0 1] 
[0 0 0 2] 

^a^. AIDS (Dmrnmni^xHiv (tih^j^^f^ 

TCCR 5, T#|ilJIIS*II«H£®-fe;?j> KW-fe:/iJ^-i: LTCXCR4 umiti^ 7 
[0 0 0 3] 

[^ w b J: e> ^ -r s iR® ] 

CCR 5Mtn;f^MlC«^ <mA I D S^$:^^-r-g>fe*?){Cli, CCRSit-e^ 

5 mfiE# 2000-3029963 



1 1 — 170345 

m^:r.<Dmn^mmmm^m^^x. ^^(DVify KT^scc>ir^:*>f >rantes 

[0 0 0 4] 

IH^ (I) xmt^^n^^y^jy^i^ymm^i^xit^cDm. mr, ^b-^^ (i) 

[0 0 0 5] 

(1)^(1) 



[^b5] 




C^t|3, R^li^ R-Z^-X-Z^- (^ff, Rli;!K^Md^*fettSSI$tlTV% 

6 ffiSE^ 2 0 0 0 -3 0 



# ^ 11-170345 




(2) ttfia (1) iB«®'ft;'^^*^tt-€-®JS®:/n K^^j/i^ ; 

(3) 5-'6M^#^*^'<>-^>. :7^>*}feli5=-:t37ai>T'^StfrlB (1) IE 

(4) 5^6M.^mmiJ^^>-^>x:&^mm (1) SB^^-fb-^i^: 

(5) R;?)V^□^f>^fc$tlT^^T=bJ:^^<SJgty;l/=^r;^«•e*>-5i^^SB (1) ffi^® 

(6) X3^)>- (CHg)^- (ntt 1 ~4 CDMi5C$:^f ) -e^-SSttgH (1) nMO'it 

(7) Z^feJ;tJfz2j{>^^4x-r4x-0-, -S(0)„- (mliO~2®^fSr$:a^-r 
) ^fc«-N(R^)- (R%7K^ig^*:t^i«#l$tlTV^Tt»J:V^^£gtT;^^;l/ 

X%^mU (1) IB^^^k-a-^ ; 

(8) z^jb^-o-^:^^- S (O),- (mliO~2<DM|gt$:^-r) "efe-stuffii ( 

1 ) um<n^^^ ; 

(9) Z^*^-0-T'&StaiB (1) SB^^ffc-^^J; 

(10) z2*^-o-t7^ii-N(R'*)- (R%;^C^M^*fe»MiSI$tlTV^T 

%<l:v^<Bj^r;^^;^a5:^'t) T-fe-stuSS (i) iB«<z)^l:-a-^ ; 

(11) Z^A^-O-T'^SlrffH (1) IB^co-ffc-ir^; 

(12) Y*'J-N(R^)- (R^liTK^M^. «m$tlTV>T%J:VNi^>ffc;tc^S* 
7t^i«m^4^TV^T=foJ;v^T^;l/a5:^t-) T'^^MBa (l) fH«®^b-^«ltJ ; 

(13) R^7b'JCj_4T;i/=^;K 3i^;i/^;i/*feiiC2_5T;i/?tjy >r;vT^staiB ( 

1 2 ) ^m(r>^^m ; 

(14) R^*'?;J^;i/^;i/*fc«3i^;i/T*^StuiE (l 2) fBS^^b-^i^: 

(15) R25b'Seg|2tlTV^T=b<^:^^^^'^i^^b;!^^«"e^'5tf^Ia (1) fB^CD-fb 

(16) R2*^gmstlTv^T=t)<fcv^^£JS^T;^^;^«•efe§l«IB (1) IB«©{b 

7 miiE^t 2000-3029963 



11-170345 

(18) fl|^^^ffc7Km»*'5<£Mt/^nT;i/^;i/»'efest«fa (i 7) ^^©ft 

(19) mM^l^it:^mmtf^t/^u^^-y;ii:$>^mm (17) IH^<D>fb-^i^ ; 

(2 0) mm^mmmmi)mm<Dmm^^mmmx'^^mm (17) ^a<©^b-^ 
ifeiitr^y i/';i/-efe -stiff B (17) mmcDit^m-. 

(2 2) fli^^^^^S*^^ h^n Fni^^-^n/T-feetoSB (17) mmcDit^ 

(23) 7- (4 -31 h:2|p^3i h^$/373in;i/) -l-3:^;i/-N- [4- C C 

N-:^^jv-N- (5^ h^n Fnif ^^-4 --r;i/) T^y] ■7 3:-;i/ 

;i/-7- (4 -:/D3j<=3pS/:n h:SrS/7 3in;i/) -N- [4- [ [N-:jI^^-N 

- (5^ h^n Kn tr^>-4 ->r;i/) r^>^3 :7a:n;i/] -2, 3-e? 
t Kn- 1 -'<>yriftr>-4 -:ifj;i/jK>^T^ 7- (4 -:;^h:3ps/ai h 
^i/^oc— ;v) - 1 -x^^^iz-N- [4- [ [N-;^^;b-N- (7=-h^k:Fn 
tr^>-4->f;i/) T^y] 7ai->«/] -2, 3 -s^n Kn- 1 

yT-eif>-4 -5!7;i/3K>^T^ K> 7- (4 -Xh^i/JCh^e/'7ai-;i/) - 

1 -ij>;i/^;i/-N- [4- [ [N-;<5^;i/-N- (-T- b^t Fnif^>-4 --r 
;i/) r^y] >'3:::^;i/] -2, 3 Fn- 1 vr-^if >- 4 

-;ij;i/3iO^T^ F, 1 -3i^;i/^;b- 7- (4 -:/D/Jf^$/x h^$/:7x— ;i/) 
-N- [4- [ [N-:>l^;i/-N- (T^F^t: Fntf^>-4 ->f ;i/) T^y] 
:^^)Vl -2, 3 -i/'ti Fn- 1 -'<>v^T-fe*b:°>-4 

T^F^<fcyf7- (4 h:2|p^3i}x:^^:7ai— ;i/) - 1 -3jN;i/^;i/-N- [4 

- [ [N-^5^;i/-N- (5=- h^n FDtr^>-4 --<;!/) T^>^] 7 

-2, 3 -J^b: Fn- 1 -^>^/T-^tr>-4 -5t7;i/3K>^T^ F*^e> 

8 jiifE# 2000-3029963 
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(2 4) tufa (2 3) mm(Dit^!i^t1tit^(D^(0-:fU\^^^y^; 
(2 5) ^ 
lit 6} 




II 
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(2 6) mm (1) la^^^b-^^^fcii-eoi&^r^^-rs^^M^^ ; 

(2 7) CCR5fgm^3lT'fe-g>|tfia (2 6) |B«©m^ ; 

(2 8) H I VC3D^^5g®^R& • ?&)KMT~^-5luf3 (2 6) fB«©M^ife ; 

(2 9) A I D S©^R5 • mmMv:^^mm (2 6) SB«(Z)m^^ ; 

(3 0) A I DsaymmmnMrn-^^^^mm (2 6) ia«©ffi^i^ ; 

7.9zfVz/. ^if^tr>, ■5='^if;i/i^^. x7r kri/>^y^:tiiT>'i:;f7i^;i' 

•efesitfiB (3 1) mmcDmrnm-. 

[0 0 0 6] 

±.m^ (I) ^t». R^-e^Sti-S R-Z^-X-Z^- (^it>. RttTK^M 

zij3J:tJfz^ii-ett^n'V7^nM^-$:3t-r.) -e^^tisg 

trD-;i/, >r^^y-;K tr^y-;i/, ^Ty-;i/> >ry^Tv^ 
-Yy^-tJ-v^-^K -T^h^y-;!/. tfut^^>, tf^i;?>. tfu^t;>> tfu 

ti^i)K 3&*^-e%'<>if>, y^>, 5^;r:7x>, i^u L.<, 

1 O ajSE# 2000-3029963 



#5p 11-170345 



[0 0 0 7] 

(1) T/i/:^;!^ m^lt. :*^;k :/ntf;K >fv>^Dif;b, zf^JV^ 
pT'O^;!/, '\=¥->;k ^':/'^;b> 7— ;k ■T'i>;i/3&^*®Cj_jQT;i/ 

(2) $/iyaT>n/^>n/ t^^uz/uifA^. t/^uzf^)^. Z/i7u^>^ 

(3) r^i/^rn^n/ TU^Kaiiyi), i'n^;K 2-'<:y^^;i/, 3- 

(5) r;i/^-;i/ (^J;tli, i-yntf:^;K 2 tf:^;i/, i- 

(6) r^;i/#;v y 3L=.)v-c^_^rj]y^/v ^yvj^. v^l^ 

(7) ry-;i/ (^J;^is. ya^-jv. ^■7 5^;i/^if*^#tf e>ti^) 5&t**^#tf^ 
n> JbiaLfc (1) r;i/=^;K (2) i/^nT;i/^;i/> (3) T;i/>!r— (4 
) ^/^□r;i/'?r-;K (5) t;i/=^— ;k (6) t^;i/=^;w i3<fctjr (v) rv 

1 1 ffiliE4t 2000-3029963 
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— tf^^s/>, if^VPy. ^ejv-^vy. tfD-;K 

^ hdipi/, nih^^. >^D3K^S/> :/N=3rt/, 7;i/:rD^ h^S/, M>:7;i/ 

[0 0 0 8] 

, ^^;k x^;k :/afc";K -ry:/Dtf;i/, >ry:^^;i/, sec-::?' 

if) . <£JSi^ (^3.7) iyi^ur?\y^?v (M, J/^^nycn:f;K S/^^n:/^;!/, 

1 2 2000-3029963 



#^ 11—170345 



^3l>^5^MbStlTv^T%J:^^3J^;^3J^y»i:bT«. p(o)(or'^)(or^) 

3'-7©i/^ nr;i/^;i/»^a^b, R'^i3J:t/R^ttSVNlC^-a-bT 5~7M^$: 
-fcia^*. R'^^<l:U^R^T'*$tiS^^i5[l~6®T;b^;i/Si:bTtt, 

T 5'-7M^$:0^'rS^'^, R'^ilR^ilA^SVAlCjjg-a-L/T. -(CH2)2-> " 
(C H2)3-. - (C H2)4-T'^$tlSa:#lH^® C2_4r;i/^ l^^-M^lrJ^^t-S 

s e c-::^ t/?!3;i/;K~;K t e r t -^hdpi/;^;i/3i<-;K 
^ ^ 5/ ;jj /\ 2/ dp ;i/3K— If ^ tiS o 

yt>W> ^-(CHg)^- (ntt 1—4 ©Mile "e^^tlSa^W* bv^o 

1 3 iilSE# 2000-3029963 
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[0 0 0 9] 

z^^^t^z^-Vm^ti^^v^-um^tLXit. MT^-lt^ -0-, -s(o)^- 

(mliO~2(DMi5t^^t-) , -N(R^)- (R^^liTK^M^* i^tiSi^^tlT 

R^T'^$tl'5gi^l$nT^^Tt»<^:V^^gJgtr;l/^;l/Sil LTtt. RT'a^^tlS 
[0 0 10] 

J CD r5~6M^J *\ ^ R-z^-x-z2--e*$tiS»JSil^ic;tbTv\T 

%j:v^ mm^i iioxit. mi^ii. /\u^>m^> -hu. %^rj. e^sti 

[0 0 1 1 ] 

tt. tt^^i^^fc^^^^^cD^^iJci — 1 oc^r;!/:^;!/. 

:/ntr;i/, >ry::/c[tr;K :::'"^;k >ry^5^;K sec-:/^;K tert-^ 

'<>^;K ^V^^^^K :^^:*-'^>^;K '\=^Pi/;K 'n::^^;k 

1 4 ffiiE# 2000-3029963 
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> m. -yvm. ^m. mm. ^^m^j^i^) . -\>u. e/ry. yi^mm. mm^ 

^jvr^j. ^b^fcKntrD-;K tr/<^s^>. tr^us^*>, ^;i/3jxy>. ^ 

=ari/ (M> :jI h^S/, xh^^i/, ::/D/J<^2/, :fh^S/. hVy/l:tU:^h^ty 
3}^;i/^;k C2_4T;i/:^7/-^';i/ (M. m^^/iy. :/d tr;r:^;i/^if) , Cj_4t;i/ 
;i/^;i/2ibTtt, m^it. i/^nzfui^)}/. t^^uzf^j]/, i/^u^y9-)V. %/ 

, y^vm, i^m. ^m. ^^mt^if) . xhn. tyrj. yf^mm. esl$tlTv^ 

T%i:vAr^ (M^ T^y. ^7 Cj_4T;b^;i/r^ 5^^Cj_4t;i/#;i/T 

T;i/3^S/:;tj;i/5}<x;K :;?7;bA^-f;K ^ y Cj_4T;i/^;i/:j!7;i/>'^^>r;K i^'C^ 
^l^^JV:^ ;VA^4 JVf^t^) . /Nn>!f >^fc:$tlTV^T=fe; J:v>c^_4T;i/=^;b ( 

1 5 £l5tiE# 2000-3029963 
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C^_4T;i/n^t/ (M, nih^i/, yn;K^sy, :;^h=^i/, h'J:7;i/ 

[0 0 12] 

(1) gg|$tl•rv^T=b<^:^^r;l/^;I/ x5^;i/, :;/'Dif;i/, >r 

y:/nt:°;i/, ^^;k >f y:/^;K s e c-::f-5^;K t e r t -zf^jv. ^y^- 

;K 'fy^>5^;K 7 :^;K 

Kn^ni-;K trnui^-;!/, fcr^yy$;n;i/, tr'<';s;;K tr^^^s^-;!/, ^ 

b<tt7^h^ii Fa If if) ; ^ifA'^#J:f e>tis) ; 

(3) @i^lStlT^^T=fe<l:v^T;^^— TU;i/(allyl), ^0 5^;^. 
2-/^>5^— ;K 3 -/\:3pir-;i/;&ifi^^i5t2'-l 0(Z)r;i/^r~;K ^f*L<tt 

(4) U^^nX\i^X%J:^^Z/i7 nr;V^—JV (M^li. 2-i/^n^>7^:::i;L' 

(5) gm$tlT^r^T=b <^:v^T^;I/^;l/ (m^it. y jL^ji-c^_^rjv^j]y ( 

1 6 £tiiE# 2000-3029963 



11—170345 



_tiabfe (1) Mil$tlT^^T=bJ:V^T>a':^;K (2) S^$tlTV%Tt)<fcV^S/ 
^^nT;V^;K (3) g#|StlTV^T%<k V^T;^^^:^;K (4) M^StlTV^T 
nT;i/^m;K (5) Si^$tlTv^Tt) J; VNr^;i/=3r;i/, (6) g#| 
StlTV^T% J: VAT ^.ktK (7) g^lStlTVATt; J: VaT U UT 

t:'^yi;>, =E/i/3}Ny>, 5^:r^>n/3fxy >, trn-;i/, ^ 

, ^jc^_j^rjv^}vij?vA=E:>(j\/. s;Cj^_4T;i/=¥;i/:^;i'/^^'Y;v^ci:*) . 
^f>fbStiTVAT=fejJ;v>Cj_4T;i/=^>H/ (M, h y :7;i/:^d:ji^;i/, 31 

tf^v^-;K ^tv^-;k 5r^-y-y-;K >fy5^Ty-;u, -fy^-y-v^-;K 5^ 
ssMiS^^ <fc x:^mmm^ti'hmitnrc 1 — 2 mo^^'r u 1 ~ 4 

1 7 ffiiE# 2000-3029963 
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<b$tiTV>T=bJ:VACj_4T;i/=i=3pi> (M, ^h^^/, :i:h:^ri>. yD3i<^->, 

[0 0 13] 

(1) e^$tlTV^T=feJ:v^r>>l/^;l/ ;i^>>i/, :ii^>IK 3^ntf/i/, >f 

;k >fy^>5^;K 's:;^^;k >r^^;K 5= 

(3) M«lstlTv^T%J:v^r^>H/^;^ (M^ii> "7 Cj_4r;i/=¥;i/ ( 

±M\^fc (1) iti^l$tvTV^Tt; J:V^T;l/^;K (2) Sil$tlTV^T% <fc V^$/ 

^□T;b^;K (3) g^$tiTVNT=foj:v%r^;i/^;K fejiy^ (4) mM^n 

m, i^m. ^^mr^^E) . -hn, iyyj. imm. «m^4^TV^T*;J: 

\i^r^jmm. r^J. c^_4t;i/^;i/t^ i;>'c^_4T;i/=ap;i/T^ 

18 mSE4#2 0 0 O - 3 0 2 9 9 6 a 
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^ h^t Kobf D-;i/, if^Vi^y. ^;i/7j^u>, 

T;i/n^S/ (^J, xh^i/, :^D7K^$/, -/h=^e/. hU:7;i/:rn>i 

[0 0 14] 

(1) S^^tL•r^^Tt)J:v^TA=^;^ (MAii, :*^;k x^;i/. yDi:f;K -< 
;K >fV^>^;K ^^2/;K ^zf'^J}/. ^ — 

■5) ; 

zf'f-jv. s/^n^>^;i/, s/i^n's^t/;K e/^u'vy^;!/^ if ©03.7^/^0 

T;u=^^;i/^if*^#tf ; 

(3) Mi^$tlTv^T%J;v^T;l/>!^x;l/ (^xli, TU;Kaiiyi), ^^D5^;i/, 
2-'05^-;k 3 -/\dr-fe-;i/5&ifi^^i5c2'- 1 0(Z)t;i/^— ;k ^?*b<tt 

i&m (C2_6) T;i/>5rx;v;&if*^#lf ; 

(4) Sil^4^T^^^T=foJ;v^i/^ nr;i/^— ;b («5!lx.li> 2 - i/^ n'^>-5^— ;i/ 

:^^?Vtjt if^MfSi 3 — 7 © 2/^ □ T;I/^— if *^#Jf ^ti-S) ; 

1 9 ailiE# 2000-3029963 
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(5) 7^^;l/5;l/^fcttgil$tlTv^Tt;<^: v^Ti/;l/ (MAii, mmB2^4<Dr 

^fJti ~4 ©r;i/^;i/x;i//j>— ;i/ (M. ^ n;!/:^ 
if) e>ti-5) ; 

(6) «m$tlTV^T*»<^:V^r U-;i/ (Mx-li, :7ai:^A, -^:7^;i/:& ifjb^plf 

[0 0 15] 

±l2b:/^ (1) MSIS^lT^^T%c^:V^T;^^;K (2) Hm§4^TV^TtJ<fcV^ 
S/i7DT;i/^;K (3) gSI$tiTV%Tt»J:v>T;i/'?r:^;W (4) gm$4^TV^ 
T=foJ:V^i/^^T;l/^— ;K (5) fi^$tiTVNT% J:V>Ti/;K ;feJ:rJf (6) 

m. y^ym, ^m. Mm. ^^m^j^n > -sn, z/tj. yi^mm. m^^nx 

r^y, Kntf n-;i/, i^'^^s^^^. tf^^US/^, 

Cj_4T;i/n^e/ (M. ^h^i/> xh^t/. hU:7;i/ 
:rn:)^ h=^\r^>, :77i/:^nx ^dp>>;&^f) , jJn;i/^;i/, C2_4T>n/:*7>f;i/ ( 

\^^vv>. ^;i/j^y>, y >, ifn-;K -r ^ 3f 

(D5^6m(Om^r^J^i^) S:?^^^bTV^T=foJ;V^. M3^^T^y«tt> Sill 

2 0 ailiE# 2000-3029963 
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3^^, B^m^Jt^:) , -ha, S/T/, ;!K^», g^$4^Tv^T%>J:v^^7|--;l/ 
Dtra-;b, fcr'>?^$;>'>, tr^^y^^^, ^;i/7^y>> ^:^^;i/3Jni; hrn-;i/ 

^>r;i/3&H) , /^^^f>'^t$tlTv^T%J:v^c^_4T;l/^;l/ (M. hy:7.fl/5}-n 

[0 0 16] 

( 1 ) tK^. 

(2) @^$nTv%T%J:v^T;i/=^>«^ ^^;k x^;1/, "i/ntr;!/, >f 

\f:fu\^jfv. >^^;k >fyy^;i/, sec-:/5^;i/, tert-:/^;K '^^^ 
;k >fy'05^;K :^5f/o^;K ^zf^Ji. j —jv. ^ 

(4) ff^$tlTv^T%<i:^^T;^^^— ;i/ (M^li, rU^Kaiiyi). ^n^;i/. 

2-^>7^— 3 -'vdr-fe— ;^'&if^^i5t2'- 1 o<oT;i/>5r— ;k ^?*b<ii 
<6M (C2_6) T;i/>^-;i/^if*'^#if e>tl€>) ; 

2 1 aJiE# 2000-3029963 
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i/U;i/, if/^n>f;K ^v^i^y^^K :4-^^y-r;K i/^u:f^ 

r=. (2) g^^|$tl■CV^T=b<};V^T;l/^;K (S) tt^$4^TV^Tt;i:V^2/^DT 
;V^;K (4) gi{|$tlT^^Tt;<fcV^T;l/^^I^;l/, (5) gjJIStlT V\T% J: V^ 
$/^nTA^m;K 33<fctJf (6) M^StlTV^T%J:V^ 5~6M<0#3g®^#]^ 
LTV>Ttj<fcV>«#|^hbTtt, /\u¥y (M, 37 ^y^, igm, a 
, -hn. i>ry> 7i<.mm. g^$^^TV^T=b<^:V^5^:^—;^» (M. 

;k tf'^^s^'^, if^yi/>, ^;i/ij>u>, ifD->fl/. >r ^ ^ 

[0 0 17] 

(1) tK^. 

2 2 mSE# 2000-302996S 
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(2) g^$tlT^^T=foiv^T;^^;l/ im^it. ^5^;K ::fnhf;K 
y:/Dtr;K ^^;k >ry^^;K s e c-:/^;k t e r t 
;i/> ^y^^^;!/, :?^:r^>^;K ^^s^;!/^ ^:;^^;i/> y— ;k ^* 

(4) gg|$tlTv^"r*)J:v^T;^'?^:^;^ ry;i/(aiiyi), iJ7n^;K 
2-/<>7^— ;k 3 -/\^-fen;i/3&ifi^^t!t2'-i 0(Z)r;i/^->n/, ieF*b<tt 
i&m. (C2_6) r;b>^-;i/^H*^#if e>ti^) ; 

(5) esisnT v\T=fe) J:v^t/^7 nT;i/^r^;v 2 -i/^^ d^>5^— ;v 

^$/;!j;i'3j<::i;i/J5;if) tj:h£f}^mvf^ti. JblBbfe (2) tlT V^T t>i: V^r 

(3) fi^$tlTV>Tt)J:VNS/^'nr;i'^>'L'. (4) gm^^xTv^Tfe 
J:v%r;i/>!r— (5) M^$nTv>T=b<kv%i/^nT;i/^-;K feJ:^^ (6) 

i^^> Mm. 3^m^jtif) . ~hn. i/T/, y^mm. mm-^tix 

r^y, T^h^t: FnifD-;K tf/^^i^>, if^vt^y. ^;i/3j^u>, 

2 3 aiIiE4t 2000-3029963 
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Cj_4T;i/n^i/ ^h^^, xh^>>. :fu^^iy. rfh^i^. hvy)v 

[0 0 18] 

u;k =f-y^J^)y\^. >rv^Ti/y;K >f v^-^-i/u^k ^^h^v^ 

Av^j^)y. ^J^-9'V>. y^^i^^. t/yjvyfji 
if (Dmm^mm^^mm^jt i^tf^m^f^n^.^ ^^^^ <D^mms(ommm nvxit 

, /\u¥y (M> ^'^ym. ^m. H'i^m&if) , -hn. s/Ty^, tK^^ 

2 4 miiE# 2000-302996C 



9^3^ 11 — 170345 
S*lTVNT=foJ:V\Cj_4T>n/n^i/ (M. oih^S/, zfa:i(^Z/. zf 

[0 0 19] 

v%) -e^^tisfiii, mK.it. isa (Ci_g) T;v=^i/>^:;^:r^5> (M. -o- 

CHg-O-, -O-CHg-CHg-O-, -O-CHg-CHg-CHg-O-^Si 
if) , yt^i/i&m. (Ci_g) T;I/^1^>T^/ (M. -O-CHg-NH-, -o 
-CHg-CHg-NH-^&if) , >r^S/{ga (Cj_g) T>»V=¥P>^:t (M, - 

o-CHg-s-, -o-CHg-CHg- s-^if) . {SM (Cj_e) 

t^r^J (M. -NH-CHg-NH-. -NH-CHg-CHg-NH-:^^*) 
, ^T<S5gt iC^_Q') rJ\y^\yyr< J im. -S-CHg-NH-, -S-CH 
2-CH2-NH-;&if) , fjtif(D2m(Om^J^^'t&o 

R^v^^n^ R-z^-x-z^- (^cfi, #fa-i-ttiiriB^iM;s*^^i- 

J © rs — GMigj ^ R-Z^-X-Z^-Tf^StlSSJe^^l^lC^bTV^T 

=foj:v> rg^^j fcbTi*. ii*)t>». j\u^yitt-^iti&m. (c^.^) t;i/3=^ 
, h y 7;i/5rD:ji^;b, xh^^:>i^;K ynjJ<=^t/^5^;K 

$/aQ5^;i/3&if) , 7ND-?f ^-fb^fcliiSg^ (^.4) T;^3^S/'f^:$tlT^^T=feJ:V^ 
<BM (Cj_4) T;i/=i:?rS/ (M. xhdpi/, -/otK^Sx. yS^i/, t 

2 5 ffiIE# 2000-3029963 



r 
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;b^feii<sm (C2_4) r;l/^>'-r;^T'gm$tlTv^T*JJ:v^T^ 7 (M, 
5~6M®^^^r^>^ (M, i-i^uvt^-)v^ i-if/^^i;-;!/, i-if'^u 

[0 0 2 0] 

, ^-N(R^)- i^^. R^ti7K^M^*fcttfii«l»^5^-rc ] Testis 2flli 

[0 0 2 1] 

ii^mmi iLhxM. mx.\t. 

2 6 aitE# 2 0 0 0-3 0 
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(1) iSSlStlTv^T=t J:v^T;^=3r;I/ (Mxtf, n:^;K :/Di:f;K >r 

v:/DKr;i/, zf^n^. >f y:/^;K s e c-:/^;k t e r t -y5^;K 

>ry^>^;i/, 's:/^;!/, >r^^;K ;k 

$/;i/)5;if©Ci_iQT;i/^>n/, ^?*b<iito (Ci_g) r;i/^;i/&if*>#if bti 
; 

i:* ® c 3_g n T if *^#tfe>tis) ; 

(2-1) mty^ur;v^;vit. i^MM^. mmm^^^x:^mmm'f-i}^^miiti 
^^^um^%iim^^L. ^>r^>, rz^vt^^. -T^b^nFn 

Fn5^:^lf^>, T^h^H Fn^:4-e^> l-;*-^^>F> bf'^Ut^^J&H (if 

(2-2) ^fc, ^ix^ nT;i/^;i/tt> ^^^ii^t-a-b. >f>^*>, 
(2-3) se>{c, ^s/^!'nr;i/=¥;vtt, ^^tlci~20Dii:i»:f^®M^^S::^b 

Tlg|iL> trs/^n C2. 2. 1] ^Zf^JV^ \ft/^U [2. 2. 2] 

, tfS/^n [3. 2. 1] >*-^^;V, l^i/^D [3. 2. 2] J (Mi^ 

b< tt, i^^tltl ~2®it^^^CDM^^S:/rb7^:^^§^*-r'&S>^ n^:^ri/;i/^ 

if, se>lc«^*L<tt, ifi/^^n [2. 2. 1] 'vy^^i/j&if) ©Ig^g^^^fl: 

(3) tt^$tiTV^T=b <fcv>T;i/>^-;b (Mx-lf, T'J;i/(allyl), ^n5^;i/, 
2-/<>5^-;k 3 -/\:J|ri2-;i/:&if^^lK2~ 1 0(Z)T;i/>^m;i/. ^f^b<tt 

(4) MilS^lTv^T=b<^:v^$/^^Dr;^>?^— ;i/ (M^li, 2-i/^n/<>-xn;i/ 

, 2 - Sy^J' D^^-fe— ;k 2 - n^>5^n;b:)l5^;i/, 2 - ^ U^^±~)\/ 

2 7 ffiliE4t 2000-3029963 
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[0 0 2 2] 

±faLfe (1) Sgl$tlTV^T=foJ;V^T;^=^;W (2) gm$4^TV^Tt) J:V^ 
i/i/ur)V^)\y. (3) Mg|$tiTV>T=fo<I:V>T;b^r:^;K feJ:tK (4) MSIS 

Cj_4) rJ]y^J\y^ 7^^^f>^b$tlTV^T^;J:V^Cl_4T;^r3^i/ (M, ^h^^/ 
, C^_^r}V^\y>t^:t^ty (M, -O-CHg-O-. -O-CHg 

tr/<u^>, ^;vjJ^y>> ^:t^;i/3i>y trn-;K >f ^ 5~ 
Cj_4T;i/=¥;^*;wi^-f ;k 2;>'Cj_4T;i/=^;i'*;i'A^-r>'i/^if) > (c^. 
_4) T;vn^i/, :7air^>n/-{S^ (^1-4) 7^^^^^- C^_jiy^urfV^)V. >> 

o 

2 8 ajliE# 2000-3029963 



11 — 170345 



^ W-;k lf$/^D [2. 2. 1] ;^i:**W^tv^„ 
[0 0 2 3] 

>, tr^!/ui/>, tf^^^/^, 

10 0 2 4] 

Ci_4T;i/^U>i^^r^e/ (M, -O-CHg-O-, -O-CHg-CHg-O- 

(Ci_4) t;i/^;i/, 03.7$/^ nr;i/=ar;K i^^ry, -hn, tK 

2 9 aiii4t 2000-3029962 



\ 



1 1-17034 

. i^c^_^rjv^)\yr^ J. T^h^ii FntfD-;K i^^^vy. }£^vpy. 

(Ci_4) r;i/=3|r;K /^^>f>>f^:$4^rv^T%<l:v^<&^ (^1-4^ T;V3^t/ 
[0 0 2 5] 

_hia^ (I) T'^$n€>^b-^i^i:bTtt. 
7- (4 -a: h^^ri/X h^J/:7ai— -l-x^;i/-N- [4- [ [N-;;^^ 

;i/-N- (T^h^n KDtr^>-4 ->r;i/) r^^'] ^^^n ^^x;!/] -2, 

3 Kn- 1 -/<>yT1f t°>-4 -;i3;i/;j<>^T^ K, 

l-n:^;i/-7- (4 -:;^n3j<^^x h^^-7ai— -N- [4- C [N-;>1 

5^;i/-N- (5^h^}i KDif^>-4--f;i/) T^y] :7 3:-;i/] -2 

, 3 -i^'t Kn- 1 -'OyT-et:>-4 -:*;nK>MT^ K. 

3 0 aiSE# 2000-3029962 
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7- i4-zfh^iy::i^h^i/'7 3L—JV) -1-X^;i/-N- [4- [ [N-jlf- 

;i/-N- (5^ h^t Knbr^>-4 ->r;i/) r^Jl yx.^)\/2 -2, 

3 -i/'b: Fa - 1 -^>V^Tif 4 - ;«3;i/3j<>^T ^ 

7- (4 -X h^t/:7a::^;i/) - 1 -Jj^^l/^ N - [4- [ LN - :^ 

^;i/-N- (5^ h^t FDif^>-4 ->r;i/) T^y] J*^;!/] :7a:n;i/] -2 
. 3 -S^H FP- 1 -'<>yT-lftr>-4 -:;b;i/3K>^T^ F, 
1 -7j>;i/^;i/- 7 - (4 - >'"n/J<^i/x 5y-7 3ix;i/) -N- [4- [ [N- 
;*^;i/-N- (t" h^n FD tr^>-4 r^y] - 

2, 3 Fn- 1 -/<>yTiftf>-4-5tJ>>l/3K>mT5 F, 

7- (4 -:/F^$/x F^$/:7acx;v) - l -7|>;i/^;i/-N- [4- C [N-;;^ 
^.;i/-N- (t^ Fotf^>-4 --r;i/) T^y'] ^3ix;i/] -2 

, 3 -S^'t Fo- 1 -^>yT-fe'ii°>-4 -?!j;i/3j?>^r ^ F^if*W* bv\„ 
[0 0 2 6] 

hV :^'^JVr ^y. Fyx^;i/r^>> true^'>, tfnU>, n:^ty-;i/T^> 
, i^jLit J -;v7 ^y. hyx^fy-;i/T^>. t;^/^ n^^i/;i/T^ >, n, 

rj^mnLxit. mxit^m. Mityi^mm. mm. mm. vym^jt^iKD^ii^mif 
^tiSo mmmt<Dm.<D0m^j^min^xit. m:^it^m. mm. hv-7j\y:^um 
m. y-^jvm. i/=3.^m. m^m. -^v^ym. ^^ym> :n;\^m. u>ijm 

, :^9y7.)\/-^ym. ^y'^y7.)\^-^sym. p-h;v3i>::^;i/3jx>^^if i:<z>ifeA^ 

i^y. 7r-;i/-^>^ifi:©ife*^#tf e>ti. m^r ^ jmii(Dm.<D^M^j^mti^x 
it. m^itr^^^^^^ym. ^ym^^t.<D^i)^mfhti^o ^^ma:>^ 

3 1 ffitl# 2000-302996S 
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t.r:L. :^mm(D^ (I) X^m^n^it-^^itK ny-y^ - r^v 

^rS-ai^^JcJ:*;, (S) (R) ^{C:9-^i-SZ:i:;6^T'^. 
2fs:^m!T'Mv^e>ti-5^ (I) T'^StiS^b-^ife^^tt^^JS COT, ^fc-^^fei (I 

MH^^M^j^^^u^i^xit^m (I) ^c^^b•rs^fc-^^gJ&v^e>c ^b-^^fe (i) 

^bstifc^b-^^ (M. ^b-^i^ (I) >'»*'^x-r nij-y '<;Hb> r^-;Hb 
, />^>^;vT^ y^;v3j<~;Wb. (5-^^A-2-:t^y- 1, Z-V:t^V 

^^;Wb> tf/io>r;i/3*-^^^^;Wb, t e r t -zf^jvit^tit^it^m^jtif) 
;it^m (I) <z);?Km»*'^Ti/;Hb, r;v^Mb, »;^^^b, «e)^^b$ti7^>fb 
■^ife (M, ^b-a-i^ (I) <07i(.m&tf^r^^Mt. A;b^h>r;Wb, :;^n/\V-f;i/ 
>fb, \£AU4Mt. '^^ty=-Mt. -^-^VMt. T^-;Hb, i^^5^;i/T^/^ 
^;i/5tj;i/3j?->n/fb$tifefb-^«l^«:^) ; ^b^^fef (D 

7^;Wb, :7x-;i/3:>?.7^;Hb, :j!j;i/7j<^s/^5^;vxx7^;Hb, ^^^^;i/T^/^ 
e/ai5^;i/a:x7=-;Wb, u s^;v3:x7^;Wb. (5 2 -:^:3py- i , 

3tie>cD'fb-a-#tte#:<2{^(©:&MJcj:oT^b'^ife (I) *>e>iS[it'rsr^:*^T'% 

■5. 

3 2 mfiEi^2 0 0 0 - 3 0 2 9 9 6 3 
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[0 0 2 7] 

3 3 mil# 2 0 0 0-3 0 
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;i/ If > m 3& if tf ^ *i <5 o 

[0 0 2 8] 

o 

TIB^ (II) . (Ill), (IV), (V), (I-l) fcJ:t>' (1-2) T'^$ 

t\.i>it^m (JJAT, BSbT>fb-&ifei (II) . it^m (III) , -fb-^ife (IV) , 'fb'^ 

m (V) . it^m (i-i) fcj:mb-^«fei (1-2) i:vNe)ri:*'5^s) 

it-^^ (I) i:©ifei:l^#^=fo®*^Mv>e>tiSo 

3 4 ffilE# 2000-3029963 
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:?!j;i/3K— ;i/ (MAtf, r-ir^;K :;/'nbf;r— ;b3feif) , 3i>;i/$;i/, 73:— 

So 

:ii^;k zfuifjv. 4vzfu\d)\y^ •f^)v. tert-^ 

[0 0 2 9] 

3 5 mtiE# 2000-3029965 
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[0 0 3 0] 

[A^] 




^jciST'ti-ffc^^f (II) ^^t^m (III) i:S/S$-&sri:lcj:»JT-U F-ffc-^ 

iiij (I) ^m^-t^znti^x-^^o 
it^^ (II) (III) (Dm^^f^i'tm'^<or<-:f^\t^^^mizj^vn 

dansky ^i:tF M. A. Ondetti ^^5^ K * i^^irt/::^ (Peptide Synthesis 
) ^ >f 1 9 6 6^ ; F. M. Finn J^Xf K. Hof 

nann ^"tf • :fn7^>f>X (The Proteins) , H 2 H .Nenrath, R. L. Hill 

3 6 miiE# 2000-302996J 
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mxit. Ti^F^> ^D^-TKa. mmyi^^m. mmM7i<^mm. Dccm 

mitmjtm. Dcc/HONB^^^cif®fa, wsc& i/T>'U>^i;>x 

(DEPC) S:Mv^-&;?M^A^^tf e>n&. ^fcJi-^H/Sli^^^'T'^f ^ zi i: 

F (DMF) , i;^^;b>^;i/7l>^2/ F (dm so) , tf'j ^nn;J^;i/i^, 

i;irnn>i^>, ^h^tFn>'^> (thf) , T^h-hi;;v 
s v^ r ti e> ® jiS® if ^ o 

^b-^^ (II) i ^;i/ic^bT^b-^ife (iii) StjUS^^ji 2 

^ (II) xm^n^^t^<^^t^i-i''t<DmtmM^t^^x:^*j. ^ (d 

[0 0 3 1] 



3 7 2000-302996S 
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at 10] 
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}v^)v^t^itJ\zi^yitr^}v^Mt.it'^m (i-D t-tc^mt-^m (1-2) 

^^j-hU':?^, j^^^y^^A, j^^TK^-^h y "^A^STj^SiibTi^so^s^i: 
iCcty. $ ejica-i^-fb^ h y "^A, a'i^'fi::«j y c/A^^r^^n-r^r iiici; y, r 

s^^57 □ n ^ ^^pdjJn^I/A, 1 od:ii^>, i^"^^;i//jN;L' 
AT^ K (DMF) , (DMSO) , lfys^'>^, ^^v> 

(D^fc-a-i^ (i-i) i^f=.\tit^^ (1-2) i:r;i/T't Kfb-a^i©i:S: h y T-fe h=^i/7K 

h y 't;A^<DM7T:6^r^ yM^©#^tT, jK/S^-btsz: t:tcj: y, sg^^bsn 
tcit^m (I) 5:igjt-rez:i:}6^T?#^o ^fcMjcfi^FT^ ^''fbM^S^, -^M-r-si^ 
^ICJ: yMlJ&^#«:iJe;t&3i:A^M*L<. 'fifllx.tf h y y-fe h ^i^^tKlg^fcJi^^^m 

. T-feh-hy;i/, i;>'^^;i/3j^;i/Ar ^ F (dmf) ^-5VNid:rtie)©?g-^ 
^^i(z>ct»T'^f e)ri:A^T'$So j^u.mmt^m d-D ^^ttifc-a-ifef (1-2) 1^ 

3 9 ajliE# 2000-302996S 
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[0 0 3 2] 



[^b 1 1 ] 




m^m-r&it^^ (I) ^m^-t^^t-ff^-e^^o mzmr^y^t-^^it. it^ 

m (IV) i^Mznvx. jiSi^i *>e> 3 =e;vMv^Sc i^MllctSD 

4 0 £tiM# 2000-3029963 
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, M;lii> ^i^y-;!/, >^aAy-;i/, >fy>^o/NV-;i/, n->^ 

^J-A/, 7^h^tiKD7^>, 5^;i/, i;:* hdrt/3i^>, 1,4 

-Vi^^'^y, /Oif>, S^^'Dn:;l^>, ^UU-^)\/2^ 

, 1 ,Z-V^ UTi:r.^z^, i;>^5^;^7J^;l/AT$ K (DMF) , 
^i/V: (DM SO) , bfU^^^, ^sv>iirtie)®?^'^^iE®*"e45-pri::&^ 

T?^So 1 O^C:&V^bjMH 8 OrOD^a^^gH-e. ^r^:& V> b^4 

[0 0 3 3] 

[D^] 



4 1 
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[^1:1 2] 




Mm^^^o ] Suzuki Mt& CT U -;i/3J^':7^i:. M;t«TU-;wN^ 

lC<fc-55gXi^'RMJJS ; A. Suzuki P, , Synth. Commun. 19 8 1 , 11, 5 13 
r i;-;!/;^^;^^, ^ft-^^ (V) l^/UKMhX. V^ b 1 . 5 1^^;!/ 

[0 0 3 4] 

4 2 aiSE# 2000-302996J 
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[0 0 3 5] 

[-fb 1 3 ] 




(X) (II) 



4 3 aiSE# 2 0 0 0-3 0 
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ltlS.^itVZymX^mi7UV l^Hl^t^^. mncDyV-T'^V-^^yy (Friedel 
•Crafts) RlZ^lZ^ijmitLX^t^m (VII) ^m^^-t^. oVN-e>ffc^ifej (VII) 
^^m<D^^r. mm:^:^^J\ytRm^^^ h:r.:^'r)V (VIII) tuMi^t^o it 

(VIII) tt. ^M:!K^^in*fctt7K^fl:3i^'>^-^by '^a^ic^sjItcjKjS; 

\zii^)it^m (IX) ^b^ife (IX) \i.nmz^^)mii^Ki^\z^\^xit^m 

(X) (X) ttni>?.5^;i/iD7K^^^;SlSic#UT, ^^fO;^j;i/>K>^ 

(II) S:^it-r^ri:*^T'^-6o 



[^fc 1 4 ] 




4 4 £iiiE# 2 0 0 0-3 0 
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it-^^ (XII) 5: Dieckmann (M) M-^iSiUS (J.P.Schaef er and J. J. Bloomf 
ield. Org. Reactions, 1967, 15, 1) iZHh. it^^ (VIII) ;&VNL'ffc-^#J (I 
X) ^m^-^^^^iS^-^^^o it^m (VIII) :&V^b'f{:^i^ (IX) ^BLl^^lU 

m(D-j3Wi\z'^'DxmjkELm^^^z.t.\z^^)^ y^mmij)\yif^ymit^m (n) 

[0 0 3 6] 

-ffc-^^ (III) =b, (M;!^, i^^¥8-7 34 7 6-^^# 

^j^;:^ III T'^-r*^Myftc=^M®#%MlC3^-r^^^fctt-e4xlcipCfc^^ 
Jc j; »; ^jtf €> r i: *^T' ^ „ 
Ml^^ III 



<DRf^\tit^S^ (XIII) $:5t7t:^JT'^Si--5 3^{Cj: U#*)tl-5o ji^^RI^ 



[ft: 1 5 ] 




JSTC 




aill# 2 0 0 0-3 0 
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Tli. mXit. 'Oif^, ^uun^/VJ^. m^^MM. P 

^□D;<^>. 1 ,2-iP^Ua:r.^Z/^ 1 , 1 , 2 , 2 --5^ h ^ i^ D n 
x5";1/3i-7^;k 7"h^h:FD7^>, ^^y-;i/> 

ZL<DJ:^lZLXm?^tl^it^m (II) (III) ^^^{^©i^^S^^^M 

^^ttm. sm. s^s> i^D-7by^>'Hr-:&2f 

m0r=.^<D^mm^<^ti^xmamizt.r:iit0momizm^-t^:mi)^x^^o 
mm ^ SH izmMit-t^ m-^. icssM^t hr=i%<D^mmm izmmm^ji i^^m 
\i^xm^iyxn^-t^:iiiff^x^^i)K wi^KmMiti^r:^m^<DmM^. mmz 

r^^(D^mmmz^wiM^j^if^m^^xm^hxn^t^r=.ib(D^^y hmffa m;^ 
li. nM^<Dm^<^mi^^^mt^7y'^j\yt2m&.±<Dmm^^mmizM'^i^ 
x^m^&r^i^<o^^mt^if^^mt^^mm^^yhtst}d) , m^izmm^tvtc 
m^(DmM^> mmz^ $>&\,yiif^mM^^^^xm^iz, m—Mmzn^-t&tc 

4 6 aj|iE# 2 0 0 0- 3 0 
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facDH I v®^^jS®^R& - mmM<DM.^mjtmii vxit. v k>^s;^'> (zidovu 

dine) , i^^/i^y (didanosine) , •^)Vt/^lf> (zalcitabine) , '^^zfV 
y (lamivudine) , yt.i(y^t:^y (stavudine) , 7^ii]\^JV (abacavir) , 
-yyfl^JV (adefovir) , T^ry^if)]/ i^if:^^t/Jl/ (adefovir dipivoxil) , 
•yi^V^Vy ^K=^^i/;i/ (fozivudine tidoxil) f^HO^WiMi^WB.'^WM^.^ 
^;:^}:f^ify (nevirapine) , -5^^ tf;i/i^^> (delavirdine) , ai7Tt^l^> 
(efavirenz) , D tf U K (loviride) , -fA^:^;!/ (immunocal) , itJl/^"^ 
(oltipraz) rjtE<D^mm^^^^mmmmm (.^I^J^JV (imnunocal) 
, (oltipraz) )&if® J: e> IC^^^bf^M Sr^-tS^M^-^tf) ; i?- 

(saquinavir) , U (ritonavir) , ^yi;?-^\£)]/ (indinavir 

) , (nelfinavir) , T 2^-:r\/-r\^ )\^ (amprenavir) , A U 

)\, (palinavir) , (lasinavir) ;&if®:^n7^T-if|5a*^flI ; 

mk^m.m,nmMm.mmt.vx\%. v^^rvy (zidovudine) , v^j^^y ( 

didanosine) , if;i/S/^lf> (zalcitabine) , '^S.ZfVy (lamivudine) , X 
^^Vy (stavudine) L/ < , ^^^^^^^^l^iaWMil LTtt, 

:^tf^tf> (nevirapine) , ^'y\^J\/Vy (delavirdine) ;^2f*W*b<, 
n-7=-T-"^l!E^Mi: L/Ttt, -tJ-^^p-Mf;!/ (saquinavir) , U h-^tr;i/ (ritonavi 
r) , y{yV-i'yf.)\/ (indinavir) , ;^ ;i/ "7 >r "iM^Vb (nelfinavir) ^if^^^J^L 

;!7> Fl^-fe:^^-T'^-5CXCR4 ©M^M (M> AMD- 3 1 0 0 ^ if) , H 

I V - 1 ©^©^l^lcM-rs^^^H I V - 1 ©y ^5^>i:t;M^-^*)-tirTMVN 

4 7 miiE# 2000-3029963 
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[0 0 3 7] 

itAiDs<D^m^jt^xfizmm<Dt^mzmm^n&o :^^m(D^ (i) x-m^ti 

^^M, ^^(Z):&?£ICJ;UM^€»*^. ^P^^O^-^fi^A (^M5 0Kg) lA 
^fcytStt^^ (I) T'^S*iS'ffc-^ife*fcl«<3DJ^] i:LT*«I5 3b^e> 1 0 

oomg, ^f*L<id:*«ii o*>e> 6 0 omg-e^y, $e>icieF* b<tt*?ii 0 — 

3 0 0mg-efey, -i: L< li^l 5~ 1 5 Omg-e^y. IHSi^tJ 

J: tj^y n 7^ T - -eissM t iiM^^iD-^xm V > s m^. ^^^mmmmm * ^ « 

>^^7^T-if|JS^^f^J^D^g-^*^±, i / 2 oo^v>bl/ 

2je;^J:. ^2;&v^L3'figfJe^T©^HT'JiJ[^^$^ieo S^tc, 2M*feli^4x 

a±<DmM^m3!f^^t>-^xm^^^m^iz^ fes i o(Z)m^*^^®tt®mM®ftitf 

\^:fPZ/ : 1 0 0 mg 
^:>'^y^> :1 2 5~200mg 
-tf;i/i/^J If > : 0. 7 5 mg 
^^Zfi^> : 1 5 Omg 
T^^rfV:^ : 3 0~4 0 mg 

4 8 ailiE# 2 0 0 0-3 0 



11-170345 



: 6 0 0 mg 
V h-f- tr;i/ : 6 0 0 m g 
>f >i/:Mf ;i/ : 8 0 O m g 
^}V7^ -^IfJV : 7 5 Omg 

(filcasoKg) iA^;ty. ^ (I) T'^$tiS<fc-^#J^7ttt-€^®^^ 
10 — 3 0 Omg 5:, ^ K:;^S^'>*?J 5 0 ~ 2 0 0 m g 1^— 

(D^A (#:«5 0Kg) lA^:fe:y. ^ (I) i?«$4X'5'fb-^i^* fcl«c?)i&*& 

1 0 — 3 0 0 mg "^-^^y^A/tf^s 0 0 1 2 0 0 m s iimm<Dj^m'v. 

[0 0 3 8] 

:$imm(D^ (I) T'^ Sti -5 -fb-^^^^fcJi S^V^CCR 5jgta#fflS: 
[0 0 3 9] 

[iNi^®iiiis®?^M] 

o 

&.rizmm<Dm^^miiFmii. (Maniatis e,. ^ i^^a.^- • i^u-- 

y^r^ Cold Spring Harbor Laboratory, 1 9 8 9^) ICgH^^ 4xT V^ S 

4 9 ftiliE4f 2000-3029963 
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(1) }:lhCCR5^=^i!j>(2yU^'fii-(D^U- — Zy^ 

iL hWM cDNA}^)^e)PCR^■?:CCR 5it'e^-©^n-:^>y$:^fofe„ 0 
.5ng(Dmm cDNA (MWW. Q U I C K -Clone cD N A) Sr^Milb, Sams 
on 6>3b^^^ (Biochemistry 35 (11), 3362-3367 (1996)) 

5 ' -CAGGATCCGATGGATTATCAAGTGTCAAGTCCAA- 3 ' t 
5 ' -TCTAGATCACAAGCCCACAGATATTTCCTGCTCG- 3 ' ^ 

=&2 5p«ol -r-^mMV. TaKaRa EX Taq (SMJi) Sr^fflLT, PCR^KlS 
§:DNA-9— v;i/-!f>r ^^-4 8 0 (A-:3p>3i;i/V-) iCTffofc (MlS^# 
:9 5'C-ei4>K> 6 Ot:^:; 1:S*^> 7 5 "C 5 i)-^ 3 0 i?--f ^ ;i/) „ ^<Z) P 

cRmm^Titsu-i^^jvn^^miy. *«>i.okb <ddn Amin^muvr^^. 

Original TA Cloning Kit iz^-f-nt/) $:MV^T, C C R Sj^^^-S: ^7 n -ri 

(2) h: hCCR 5^3iffi:/^>^^ K©f^i^ 

±ia^#e>tlfcy^J^^ FSrM^^^Xbal (^Mig) ilBamHI (SSat) T' 

miti^t^^^ ritsu-7.vjvm^^mi^xmi .okh ®DNA»T;vs:iiiiRUfc„ 

-€-®DNA|^;ti:XbaIi:BainHI T'Mfl: 1/ fci&ife*HJigffl^3^:^^:^ ^ K pcDN 
A3.1 (y)-ZJiy) DNA Ligation Kit Ver. 2 (SiSit) 

^UT. JMl 0 9®3>tf7^> h-fe;i/ (S?@^) 

K pCKR5$:#fco 
[0 0 4 0] 

(3) H hCCR 5^3^ffi>^^J^$ K(DCHO-K l|WJBg^®^Ai:#§3^ 

1 0 % '^7 i/Ji&irMIt (^^:77=-*y ^:t';x>^;i/) $:-g-tJ7\AFl 2^^ (H 
^mm) ^m^'^Xv^^f yi/=LitjJV^^-:7^:7.zn 5 0ml (/<^ h ^-rw :^>y 

>) -e^WS-BrfcCHO-K l^flS?: 0 . 5 g/L h V Zfiyy - 0 . 2 g / h E 
DTA (^-f :7^-/^:ty :n>^;i/) Tiffj^j^bfe^, ^IS^rPBS (^-f7-5^^y 
^;rU3:>;Jf;i/) "egfe^f^LTMvt^ (1 0 0 Orpm, 5:$^) L, PBSXmmLtc 

NASrIHiiaiCliAbito BP**. O .4cm ^yzf<D^=L^y hlZ 8 x 1 0^ 

5 0 ailiE# 2000-3029963 
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mo /ig hCCR5^mm-:f^:^^ K pCKRSSrinx.. mm 0.2 SkV 
, ^^/N'^/^Jf >X9 6 0 jet F TT'Oil/^ hDJKl/-i/a>Lfcc ^fl§ 

§: 1 o%'^7syB&iM«$:-^t?/NAF 1 zmmz^v. 2 4 ^r^^«^, #t>^m 

OOpM® C^^^I] -RANTES (T-^-i/^i^) U Fi: LT^^D L/fe 
T^y-fe^r/'^^y^'T- (0.5%BSA, 20 mM HEPES i^^M^, pH 7 . 

2) $:^tf/NAF 1 2^fl&) tp-emuizx4: o^mU'^Rj^^^yy'\ ^i^vt^p 
^-xmm^^^m'^-t^z.t.x. ^)iszy\^iimm.mzm^vt=.mm. ccrs 

[0 0 4 1 ] 

(4) CCR5Mmf^MJC«-^<^fc-^%(Z)M 
9 6':7aQ;i/v>f ^a:/i/- htc5 x i o^ |lBJI!g/»?:ii;i/t?CCR 5/CHO<* 
2 4^r^^«LT^%$:iS5IK^*^> ^mt^^ (1/*M) ^hjlET 
ry-fe-f /^»y :7T-$:#'5'3i;i'tCinx., U:^3*>KTr^S C^^^ I ] -RANTES 
(Tv-i/^A) S: 1 0 OpMlCJ&S J:e>JC^^iDft, ^St? 4 0:e'r4;R^&bfeo 

, 2 0 0 ^1 cDv>r^Di/>^-2 0 (A^y:;ij-F) Sr^*:? jc;vicin^. b ^ 

[^1] 



it^mm"^ i^-kmrnm (%) 

5 1 ailE#2 0 0 0 - 3 0 2 9 9 6 3 




^Il^ 1 1 — 1 7 0 3 



1 9 3 

2 9 6 
14 9 6 

16 9 6 

17 9 9 
19 10 0 
2 0 9 4 

2 3 9_7 

[0 0 4 2] 

(5) MAG I -CCR 5MJ8g^(^)H I V- l^^Bllii^:^ 

H I V- 1 LTR®T*^lC/3 S t/;? -if^^^$:3*ML/fc:/^X ^ 

KS:CD4^'f4®He L a«Hil&lC#AL, $e>lCt hCC R S^ft-^^^r^Abfe 

m-M^mmmMA g i - c c r 5 v>t, h i v - 1 mm(Dmm^ e-is^^ 

h S/^-ifMtt ( 5 - >^n^-4 -i^ nn - 3 --f > FU;i/- /3 -D-:^/^^ h 

if^ J iy]^(D^mizj:^m^^^) ^mmizpmvt^o M^i^miat.^ magi- 

CCR 5*HJIi&& 1 0%lftl?t-^5tDMEM^;N!5T?5 X 1 0 Vm 1 tCgi^L, 2 0 

0 It 1 -Tog e^t:;/"!/- h(7)#'^ai;i/icfiiabfco s ix^X'—^mm^. 

iv-1 B ai-Lm^^tt±mmmi 0 0 Pi i^muav. s7x:v2Bmmm 

Lit. :^^S:ia5(Bi^5gLfe^, lfflj|fg@^«[ (1 %3^;i/i^T;i/5=^t: K, 0. 2%^ 

;i/^;i/r;i/7='fc K?:-&tfPB s) S:2 o o i^snuT^M-es^J-lSijtS^, p 

B S "e 2 |lI?5fe#bfco ^-fe^S (4 fiM potassium f errocyanide, 4 /tM potass 
ium ferricyanade, 2/tM MgClg. 0. 4 mg/ml X— gal$:^tfPB 

s) S: 1 0 0 i^inbTs 7r;T'5 o:9'^;Kcg^, pb s-e2iii^5fe?^Lfeo m 



it^!^^^ mmmmm (%) 

5 2 £iiffi# 2000-3029963 
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1 8 5 

14 9 1 

16 9 4 

1 7 94 

[0 0 4 3] 

( 1 ) mmm i x-n^nt=.^t^m 4 o m g 

(2) h—:^ 7 Omg 

(3) MJ^S-fe^vn-:^ 9mg 

{4) U yM'^^^^t^'^^ Img 

1 1 2 0 mg 

(1) , (2) (3) fci:tJ^ (4) ®l/2^M^bfc^, mn^it-t^o ^tl 
KmV(D (4) S:in;lT^#:S:-e^5^>:557>^-fe;i/JC^A-rSc 
[004 4] 

2. ^^fd 

(1) ^«fe#!flT'#e>tlfc^b-^^ 4 Omg 

(2) h-:^ 5 8 mg 

(3) 18mg 

(4) U^^^^•tJ^/U-7s 3. 5mg 

(5) >^5^Ty 0. 5mg 

m 1 2 Omg 
(1) , (2), (3), (4) (D 2/3fe<J:tJf (5) ® 1/2 

fbf-So 3mca*;® (4) ^j:tJf (5) ^S:r(Z)MiK^c^^D^Tl^^a^ciaff^M•r 

-So 

5 3 ajliE# 2 0 0 0-3 0 
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[0 0 4 5] 

1 -;J>;i/^;i/- 7 - (4 -^;i/jJ^U :7 3in;i/) -2, 3 - i/b: Fn - i H- i 
-K>yTiftr>-4 -iJ)V:^>m (0. 1 8 g) $:DMF ( 1 4 m 1) {C^*> 

^i^T. ^it^yt-jv (0. imi) $:*nx., ^^-es o^ra^^L/fco ^ 

£ET^^$:S*l^^o J^^$:THF (50ml) JCM^L, 4- [N-^^;i/- 

N_ (5^1.^11 Kn- 2 H-if^>-4 — r;i/) r^y^^;v] T~y> (o. 

13g). hy3:^;i/T^> (0. 3 3 ml) ®THF (5ml) ^tgc't'lC:^?^ 

•9->*>e>S^Sl^. 1 -3}x;i/^;i/-N- [4- [ [n-:ji^;i/-n- (-xh^t 
Fn- 2 H-tf^>-4 --r;i/) T^>^] -7- (4-^;i/ 

jJnU y :7airi;i/) - 2, 3 -i;t: Fn- 1 H- 1 -'^>'i/r-fe'tf>-4 -:*;i//J-C 
^¥-1?-^ F (0. 1 6 g) SrM-feJlgSilbT^fec 
mp 234-243X;. 

^H-NMR(6ppm, CDCI3) 1.70-1,75(4H, m) , 2.21 (3H, s) , 2.60-2. 67(1H, m) , 3. 
03(2H, t, J=5.4H2), 3.21-3.26(4H, m) , 3.37(2H, dt, J=2.8, 11.2Hz), 3.58( 
2H, s), 3.87-3.95(6H, n) , 4. 02-4. 07 (2H, m) , 7.00(2H, d, J=8.8e2) , 7.19(1 
H, d, J=8.6Hz), 7.32(2H, d, J=8.4Hz), 7.47-7.59(7H, m) , 7.69(1H, d, J=2. 
2Hz), 8.55(1H, s). 

IR(KBr) V : 2953, 2845, 1667cm~^. 

Anal, calcd. for CggH^QN^O^: C, 72.39; H, 6.94; N, 9.65. Found C, 72.0 
3; H, 6.65; N, 9.49. 

[0 0 4 6] 
##M2 

7- (4 -xhdp->7x-;i/) - 1 -3j^;i/^;i/-2 , 3 -i^t: Fn- i h- i - 

/<>yT-^tr>-4 (0. 2g) SrDMF (5ml) IzmtCl'. ^ 
?&T> m^b5^:t-;i/ (0. 1 1ml) ^M^. mUX' S 0 ^mMWl^t^^o ^ffiT 

5 4 ailE# 2 0 0 0-3 0 
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mm^^^l^t^o J^^^THF (15ml) lC?§*^b, 4- IN-:^^}V-N- 
(7^h^tKn-2H-tr^>-4-^;i/) y T-U > (O. 15 

g) , hV:r.^JVT^> (0. 4 1ml) CDTHF (5ml) ^?K*tC3>K?^T, 

7- (4 -:n h^S/:7ain;i/) - 1 -;}>;i/$ >n/-N - C4 - [ [N 

-^^;v-N- (7=-h^i^ FD-2H-tf^>'-4->r;i/) r^y] 
oc— - 2, 3 -i^t Fn- 1 H- 1 -/Oyr-lfi^>-4 -:^;i/7K^-9-^ K 
(0. 2 5g) S:^teE^M^i:LT#fc„ 
■P 211-2151C. 

lH-NMR(5ppin, CDCI3) 1.45(3H, t, J=6.9Hz), 1.59-1.75(4H, m) , 2.21(3H, s) 
, 2.60-2.68(ie, m), 3.04(2H, t, J=5.5Hz), 3,37(2H, dt, J=2.8, 11.3Hz), 3 
.58(2H, s), 3.93(2H, t, J=5.5Hz), 4.01-4.18(4H, m) , 6.99(2H, d, J=8.8Hz) 
, 7.19(1H, d, J=8.6Hz), 7.32(2H, d, J=8.4Hz), 7.46-7.58(6H, ■) , 7.68(1H, 
d, J=2-0Hz), 8-55(lH, s) . 
IR(KBr) v: 2940, 1667cm~l. 

Anal, calcd. for C33H3yN304-0.2H20: C, 72.96; H, 6.94; N, 7.73. Found C, 
72.89; H, 6.91; N, 7.59. 
[0 0 4 7] 
##M3 

7- (3, 4-^:nh^iyy3L^J\y) - 1 -t^S/V ^ )V- 2 , 3-S;?t:Kn-lH 
- l-Ky)/7'^}:fy-4-ij;]/-^ym (O. 25g) StDMF (5ml) Km 

7!)^b, ^?^T, m.^t^yi-=-;v (0. i2mi) ^tn^. mux^s o^mmWhtci 

. m&rmm^m^i^r^o b^^tthf (2 5mi) ^c^§*^b, 4- cn-^^^ 
JI-N- (f^h^n Kn-2H-if^>-4->r;i/) r^y:^^;i/] r— u> ( 

0. 1 6 g) , hUa:^;i/T^> (0. 46ml) (DTHF (4ml) ^^gtcfilC 

5 5 aiH# 2000-3029963 
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^v^^^S>'^^AS:ffiv^T^^t:to mm^^^L. ffi^^?:#fco 
S;ai^;b3i-^;i/}^)^^#MBlrL, 7- (3, 4 -i^x h^Sy:7:nn;i/) -1-jJn 
;i/^;i/-N- [4- [ [N-;ji^;i/-N- (t" h^h: Kn- 2 H- tr^>-4 - 
>f;i/) r^y'] ^'x:^;!/] - 2, 3 -s;^ kd- 1 h- 1 -^oi/r-if 

hr>-4 K (0. 2 6 g) ^r^-fel^^i: L/T»fc„ 

mp 145-148'C. 

^H-NMRCSppn, CDCI3) 1.49(3fl, t, J=7.0Hz), 1.50(3H, t, J=7.0H2), 1.62-1. 
75(4H, b), 2.21(3H, s) , 2.61-2.70(1H, m) , 3.04(2H, t, J=5.4Hz), 3.38(2H, 
dt, J=3.0, 11.2Hz), 3.58(2H, s) , 3.93(2H, t, J=5.4Hz), 3.95-4. 10(2H, n) 
, 4-10-4. 24(4H, m), 6.97(1H, d, J=8.8Hz) , 7. 11-7.21 (3H, m) , 7.33(2H, d, 
J=8.4Hz), 7.49-7.59(4H, m) , 7.68(1H, d, J=2.0Hz), 8.55(1H, s) . 
IR(KBr) v: 2980 , 2944, 1667cib~^. 

Anal, calcd. for C35H4jN3O5-0.2H2O: C, 71.58; H, 7.10; N, 7.15. Found C, 
71.40; H, 7.00; N, 7.22, 
[0 0 4 8] 
##M4 

1 7 - (4 -^>n//j^y y r7 3i:^>n/) -2, s-^^tKn- 

1 H - 1 -^ZyVr-^ify- 4:-i:j;h:^ym (0. 3 g) ^DMF (1 0ml) 
tc?§*^L/, 2K?^T, ^^^yt-jv (0. 15 ml) ^M^. ^UX'SO-Q-mmW 

bfeo m&rmm^m^vt:!. j^^tsrTHF csomi) izmmv. 4- cn- 

:*^;i/-N- (7^ h^t: FD- 2 H-lf^>-4 — f;i/) >^ jj^^."/] T— U 
> (0. 1 9 g) , X5^;i/T^> (0. 5ml) ®THF (5ml) 

^^^^i/'i7A%Mv>Tfg^Lfeo mm^'^^h. mf^^^nr:io b^^3i^;i// 

n:^ y -;i/*^p>^|g^U. 1 ^>;^;V3iNn;i/-N- [4- [ [N-^^;i/- 

N- (t^ h^t KD- 2 H-l:f^>-4 -^A) T^Jl y^L—JVl - 

7- (4 7 y'x:^;!/) - 2, 3 - S^t: Kn - 1 H- 1 V^T-^tT 
>-4 -;t7>a/jK^-9-^ K (0. 2 6 g ) ^^HfeSgSil bX^fcc 

5 6 {±iliE# 2000-3029963 
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■P 239-2431C. 

^H-NMR(8ppin, CDCI3) 1.70-1.77(4H, m) , 2.22(3H, s) , 2.60-2.70(lH, m) , 2. 
89(3H, s), 3.13(2H, t-like), 3.21-3.26(4H, m) , 3.37(2H, dt, J=2.6, 11. 5H 
2), 3.59(2H, s), 3.87-3.91(6H, m) , 4.02-4.11(2H, m) , 7.00(2H, d, J=8.8Bz 
), 7.34(2H, d, J=8.8H2), 7.50-7.66(9H, m). 
IR(KBr) v: 2951, 2847, 1661, 1609, 1520ciii~l. 

Anal, calcd. for C35H42N405S-0.3H20: C, 66.08; H, 6.75; N, 8.81. Found C 
, 66.06; H, 6.50; N, 8.55. 
[0 0 4 9] 

##M 5 

7- (4 -aih;i|ri/:7 3in;i/) - 2 , 3-i^l^Fn-l 

H - 1 -^>yrifl^>-4 -itjjv:^ym (O. ISg) $:THF (12ml) 
JClS^b, ^KT^T, ^it^yt-)V (0. 0 4ml) ilDMF (M^«) ^I^X. 

mux^zm^mwvr^o MJET^^srW^&bfc. m^^TUF (ismi) izm 

4- [N-:)l^;i/-N- KD- 2 H-tr^>-4 — ()V) 

y T— U > (0. 0 8 g) , h V:i^^)VrS.y (0. 14 ml) «)TH 

F (5ml) ?§?gt4Jic^?«^T, mrLtc. ^mmm^r. mux—-mmwvr=.a 
Ti^x-m^v^ Myi^mm-^^^^i^^j^^m^^xmrnvt:^. mm^^^v> ffij^s^ 

i^^ai^;!//^^-!?- >*^eJS*SB^l/> 7- (4 -ni h^i/:?^!:^;!/) -1 
-:*^f ;i/-N- [4- [ lN-:^^;v-N- (^h^HKn-2H- 

tr^>-4 ->f ;i/) r^^l ^'f-jvi yai—jvi - 2, 3-s;tKn-iH-i 

-'<>yT-^tf>-4 -;?7;l/#=^r-t^^ K (0. 1 6 g) SrM-fe^Si: LT#fco 
mp 184-186X:. 

^H-NMR(6ppm, CDCI3) 1.45(3H, t, J=7.0H2), 1.64-1.75(4B, m) , 2.21 (3H, s) 
, 2.61-2.72(1H, m), 2.88(3H, s) , 3.13(2H, t, J=5.3Hz), 3.37(2H, dt, J=2. 
6, 11.2H2), 3.59(2H, s) , 3.91 (2H, t, J=5.3H2), 4. 01-4. 07 (2H, m) , 4.09(2H 
, q, J=7.0H2), 6.98(2H, d, J=8.8H2), 7.33(2H, d, J=8.8H2), 7.48-7.68(9H, 
m). 
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IR(KBr) v: 2946, 2843, 1661, 1609, 1518, 1495cm"l. 

Anal, calcd. for CggHggNgOgS: C, 67.21; H, 6.67; N, 7.13. Found C, 67.25 
; H, 6.33; N, 7.05. 
[0 0 5 0] 

1 h^i/5!j;i/3i?-;L'- 7- (4 -^;1/;JnU 7 - 2, 3-i/tiKa 

- 1 H - 1 -^>yrifkf>-4 -it}}V:^ym (0. 1 5 g) §:DMF (8ml 

) 7K?^T> mt^yf-jv (0. 0 7ml) ^ija^. ^Ux-so^mm 

#Life„ m&rmm^w^ht^. mm^TUF (2 5mi) icj@iml, 4- cn 

y > (0. 1 2 g) . hUn:5^;vr$> (0. 26 ml) ®THF (5ml) m 

) 5:Mv^T«i?b, mt^^^mtco mm:i^^)\^/^^-^yi)^^nf^^i^. i-^ 

h:^S/:*;i/jK— ;i/-N- [4- C lN-:^^;]/-N- (5=->^ t Kn- 2 H-bf 
^>-4->f;i/) T^y] ^5^;!/] :7 3in;i/] -7- (4 -^^b/JxU 37a:n;i/ 

) - 2 , 3 -i:;>'ti Kn- 1 H- 1 -/<>yT-fe*if 4 K (o. 

i4g) iiM'&i^^ti^xmrcL. 

mp 193-197r;. 

^H-NMR(6ppiii, CDCI3) 1.57-1.80(4H, m) , 2.21(3H, s) , 2.65(1H, br) , 3.03(2 
H, br), 3.20-3.23(4H, m) , 3.37(2H, dt, J=3.0, 9.9Hz), 3.58(2H, s) , 3.78( 
3H, s), 3.78(2H, br) , 3.87-3.92(4H, m) , 4.01-4. 14(2H, ■) , 6.99(2H, d, J= 
9.2H2), 7.30-7.60(10H, m) . 
IR(KBr) V : 2957, 2855, 1701cn"^. 

Anal, calcd. for C3gH42N4O5-0.2H2O: C, 70.38; H, 6.96; N, 9.12. Found C, 
70.35; H, 6. 81; N, 9.09. 
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[0 0 5 1] 

3, 4 -t^ :7 a: ^;V/Jx':7g? (264mg) t 7 -ZfU^- 1 - :f>^JV-N - 

14- z [N->^^;i/-N- (-T^h^t FD-2H-h:°^>'-4 --r;i/) T^y 
] :3i^;i/] 731— -2, 3 -i^t fd- 1 H- 1 -'<>xr-fe'i^>-4 

;i//K>MT^ K (406mg) $:;!K : ^i^jry-;!/: h;i/X> (1:1:10, v/v, 18 

.omi) ic^»?$-i±, j^^^fjU'i'A (i62«g) SrJD^fco z:®m'&#$:r;nJ># 
(39mg) %:ia^. rjiy:nymm%r'ei smsiamM^^i^r^o Rt^M^m^m 

if^-7>f- (45g, : OC^ y -;b= 2 0 : 1) T^m^b, 

y-;i/*^e>SM^$:^f ^Zli:lCj;U 7- (3, 4 - $^'ac^;i/7air.;i/) -1-^ 
"^/l-N- [4- [ CN->l^;i/-N- (-5^ h^t KCI- 2 H-tr^>-4 --f 

j^y r^j} 7a:— -2, 3 -e^t kd- 1 h- 1 -^^xr-t'tr 

>-4 -?!j;i//}?>^T^ F (263mg, 55%) Sr^fe^Sil LT#fco 
np 127-129TC. 

NMR (200MHz, CDCI3) 6 1.47 (3H, t, J=7.0Hz), 1.48 (3H, t, J=7.0Hz), 
1.69-1.76 (4H, m), 2.21 (3H, s) , 2.53-2.74 (IH, m) , 2.96 (2H, t, J=4.5H 
z), 3.09 (3H, s), 3.31-3.43 (4H, m) , 3.57 (2H, s) , 4.01-4.07 (2H, a), 4. 
13 (2H, q, J=7.0Hz), 4.17 (2H, q, J=7.0Hz), 6.87 (IH, d, J=8.6Hz), 6.93 
(IH, d, J=9.0Hz), 7.07 (IH, dd, J=6.9, 2.1Hz), 7.09 (IH, s) , 7.30 (2H, d 
, J=8.6Hz), 7.41-7.42 (2H, m) , 7.48 (IH, dd, J=9.1, 2.3Hz), 7.54 (2H, d, 
J=8.6Hz), 7-59 (IE, s) . 
IR (KBr) 1653, 1599, 1514, 1503, 1478, 1406, 1312, 1246, 1188, 1140, 1 
044 cm~^. 

Anal. Calcd. for C35H43N3O4: C, 73.78; H, 7.61; N, 7.38. Found: C, 73. 
49; H, 7.54; N, 7.15. 
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[0 0 5 2] 

1- [ (4 -:ji^;i/"7x— -7- [4- (4 -^;i/jJ>u 7 ) 
-2, 3 Kn- 1 H- 1 -/<>XT-€tf>-4 -:^j;i/3i?>^x 

(454iDg) ^THFRn:i^it J -)]y(DU'^mM (I'U v/v, 30.0ml) iZ^M 
1 N7K^'ffc:^ h U '^^A^jK^IK (3.0ml) $:inx. ^WV 6 zmmmWl^t^^ 

7Ka^v^*i/'?AT'^^L:/^o i^^Sr^BET, i- [ (4-^^;i/>' 

i^;^) -7 - [4- (4 -^;i//}^U y ) y^L—zul -2, 

n Fn- 1 H- 1 -^>xrift°>-4 vxmr^. n 

?>tbfci- [ (4 -:;i^;i/7 3in;i/) -7- [4- (4-^;i//J>y 

7) yai-jfi/l -2, 3 Kn- 1 H- 1 -/<>XT-^tr>-4 

^5:DMF (15.0ml) tcMM$-&> i^-ftl^^— (0.15ml) ^r^DX., ^M'e 1 ^ 
mmWl^tco MffiT^^S:M*U> ?^M$:i>^^nD^^> (10.0ml) ic^^^^ii: 
fc. -:J&> 4- [ C (N-:;l^;i/-N-5^h^li Kn-2H-bf^>-4 — f;v 
) r^7] T-y>ZliS^JS (296mg) iZV^UU:f^^Z/ (15.0ml) & 

JOA.. hU3i^;i/r^> (0.88ml) $:*n;tfco ^fetcM^bfc^^D'J Ki§?K$:0 

^ y -;i/A>e>lljS^aS:^TV>, 1- c (4 -:;i^>n/7ai-;v) >?.;i/j^-;i/] -n- 

C4- [ [N->l^;i/-N- (^b^H FD- 2H-lf^>-4 ->r;i/) 

] :>t^;i/] :7aD^;i/] -7 - [4- (4 -^;i/3t?u y ) ;b] -2, 3-s>' 

t: KD- 1 H- 1 -'<>XT-Kl^>-4 -^;i//J?>^T^ K (359mg. 60%) 
mp 258-262X: . 

NMR (200MHz, CDCI3) 8 1.70-1.77 (4H, m) , 2.21 (3H, s) , 2.35 (3H, s 
), 2.53-2.74 (IH, m) , 2.98 (2H, t, J=5.5Hz), 3.23 (4H, t, J=4.9Hz), 3.38 
(2H, td, J=10.4, 3.2Hz), 3.58 (2H, s) , 3.89 (4H, t, J=4.8Hz) , 3.99 (2H, 
t, J=5.4Hz), 4.01-4.09 (2H, m) , 6.99 (2H, d, J=8.8Hz) , 6.97-7.06 (2H, m 
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), 7.19 (2H, d, J=7.6H2), 7.29-7.34 (2H, n) , 7.45 (2H, d, J=8.6Hz), 7.53 
(2H, d, J=8.6Hz), 7.50-7.65 (5H, m) . 
IR (KBr) 1663, 1609, 1605, 1518, 1495, 1345, 1308, 1233, 1159, 1121, 1 
090, 928, 816, 733, 671 cnT^. 

Anal. Calcd. for C^jH^s^^SS (O.lHgO additive): C, 69.49; H, 6.57; N, 
7.91. Found: C, 69.27; H, 6.63; N, 7.92. 
[0 0 5 3] 

l-r-fe^/b-7- [4- (4-^;i/d^U7) :7ain;i/] -2, S-S^fcFn 
- 1 H- 1 -'<>Xr-fe*tf>-4 -;t7;i/3}?>^ (365iBg) SrDMF (15.0ml) iZ 

mm-^"^. m-ft^^r-;!/ (o.i7id1) ^ija^. mux- immmwLt^. m&rmm 

3^^$:S^^^Dn^^> (lO.Oml) izmM^^f:^. 4- C [N- 

:>i^;i/-N- (5^ h^ti Fn-2 H-bf^>-4 ->r;i/) r^JI T— 

y>^i^^lfe (327mg) \ZV^ UU:^^y (15.0iil) SriDx., hUx^;i/T^> 
(0.97inl) ^MtLTz.. $fclCMiSL/7bm^D U K^?S^rOTCT'?gTbfco U^m^ 

(50g, Bf^:i:^;i/ : y -;i/= 9 : 1) -eWlgU. '\^1?->/B^ 
l-r-fe^;i/-N- [4- [ [N-:jI^;1/-N- (7=-h^ll 

Kn- 2 H-tr^>-4 -^;i/) r^y] ^'oi— -?- [4- (4 

-^;i/j}^uy) -2, 3 Kn- 1 h- 1 -'^^xr-if tf>-4 

-;!j;i/3K>^T$ K (116iiig, 21%) ^^n^m^Hl^Xmtc, 
mp 141-145*C. 

NMR (200MBZ, CDCI3) S 1.65-1.87 (4H, m) , 2.09 (3H, s) , 2.23 (3H, s 
), 2.61-2.78 (IH, m), 2.81-3.05 (3H, m) , 3.24 (4H, t, J=4.7H2), 3.37 (2H 
, td, J=11.4, 2.7H2), 3.60 (2H, s) , 3.90 (4H, t, J=4.8Hz), 4.02-4.07 (2H 
, m), 4.75-4.91 (IH, m) ,7.23-7.27 (IH, m) , 7.34 (2H, d, J=8.4Hz), 7.52-7 
.69 (8H, m). 

IR (KBr) 1657, 1609, 1514, 1497, 1451, 1395, 1314, 1258, 1235 cm"^. 
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Anal. Calcd. for C^^E^^ii^O^ (l.ZE^O additive): C, 70.15; H, 7.26; N, 9 
.09. Found: C, 69.91; H, 7.05; N, 9.03. 
[0 0 5 4] 
0 

(4 -S?ai^;VT^ y) y (234mg) H 7 -zfU^- 1 - :f^^JV 

-N- [4- [ [N-^5^;i/-N- (5=- h^l^ FD- 2 H-H°^>-4 

r^Jl ;>t^;v3 -2, 3 \^u- i H- i -^>Xr^ify- 

4-i3)V^Zymr ^ \^ (SSlmg) SttK: X^t >^-;i/ : (1 : 1 : 10, V 

/v, 18.0ml) izmm-^'^. mmi^v^/^ (268mg) $:in;tfeo zi(Dm^m^r?v 
(37iiig) ^mx. rjv:3ymm%yr-iommMmmm^i^r=.. ri^u^ 

U-^hif^y ^ - (45g, mm:r.^)V I ai^ J -JV= 2 0 : 1) $ 
ica:^y-;i/;()^e>ll^^$:^f e):ii:icj:y 7- (4 -e;a:5^;i/T^ ^ :7a:X;i/) 
-i->i^;i/-N- [4- C [N-^^;v-N- Kn-2H-tr^> 

-4--r;i/) T^v'] :7a:x;v] -2, 3 - Fo - 1 H- 1 

Xr-e tf>-4 -^;1/3}<>^T^ K (145mg, 33%) SrHfeM^^l bT#:^o 

mp 178-180TC. NMR (200MHz, CDCI3) 6 1.19 (6H, t, J=7.0Hz), 1.64-1. 
76 (4H, m), 2.21 (3H, s) , 2.54-2.72 (IH, m) , 2.95 (2H, t, J=4.5H2), 3.07 
(3H, s), 3.31-3.44 (4H, m) , 3.39 (4H, q, J=7.1H2), 3-57 (2H, s) , 4.01-4 
.07 (2H, m), 6.74 (2H, d, J=9.0Hz), 6.86 (IH, d, J=8.6Hz) , 7.30 (2H, d, 
J=8.4Hz), 7.41-7.59 (8H, m). 

IR (KBr) 2948, 1644, 1597, 1514, 1497, 1406, 1312, 1283, 1246, 1188, 1 
071, 810, 733 cn~^. 

Anal. Calcd. for CggH^^N^Og (O.IH2O additive): C, 75.80; H, 8.03; N, 1 
0.10. Found: C, 75.51; B, 7.95; N, 10.10. 
[0 0 5 5] 
1 
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4 3L—)\y^s^m (203mg) t: 7 -zfU^- 1 - :^^)V-N - [ 
4- [ CN-;*^>fl/-N- KD- 2 H-fcr^>-4 ->r;i/) T ^ ] 

:7 3i— -2, 3 -i/t Kn- l H- l -^>XTif ti°>- 4 
3jC>^r^F (455mg) ^;!K : X^Jf y : (1:1:10, v/v. 18.0 

ml) lC^fi¥S-B:, i^^:*y':^A (312mg) SriDA-fec 3©M'^«^$:r;nJ>#H 
^T, ^ia-e3 o^^^^^b, ^h^^::^hVy3L-j\yt^:;f.y^zyA^p^J^ ( 
43iiig) S:JD^, T;V^f>#H^TT' 1 0^raMM^$!b:t„ Rj^^^^i^trmm 

^y^- (30g, : / : h U n:^;i/T ^>=100:5:1 

;i/-N- [4- [ [N-jjt^;i/-N- h^t KD- 2 H-t:^>-4 ->r;i/ 

) r^y'] -7- (4 -::/"n3j<^S/^a:— -2, 

KD- 1 H- 1 -/<>XT-^br>-4 -5!j;i/3j?>mT^ K (349iiig, 69%) S:^ 

mp 149-15ir;. 

NMR (200MHz, CDCI3) 6 1.05 (3H, t, J=7.4Hz), 1.63-1.76 (4H, m) , 1. 
83 (2H, sextet, J=7.2Hz), 2.20 (3H, s) , 2.53-2.73 (IH, m) , 2.95 (2H, t, 
J=4.5Hz), 3.07 (3H, s) , 3.31-3.43 (4H, m) , 3.56 (2H, s) , 3.96 (2H, t, J= 
6.6Hz), 4.01-4.07 (2H, m) , 6.87 (IE, d, J=8.4Hz) , 6.95 (2H, d, J=8.8Hz), 
7.29 (2H, d, J=8.6flz), 7.39 (IH, s) , 7.43 (IH, dd, J=8.6, 2.2Hz), 7.47 
(2H, d, J=8.6Hz), IH (d) was concealed under 7.49, 7.54 (2H, d, J=8.6Hz) 
, 7.62 (Ifl, s). 

IR (KBr) 2946, 1651, 1607, 1514, 1505, 1312, 1242, 1182, 814 cm"l. 
Anal. Calcd. for Cg^H^^NgOg (O.lHgO additive): C, 75.41; H, 7.67; N, 7 
.76. Found: C, 75.30; H, 7.75; N, 7.82. 
[0 0 5 6] 
1 2 

1 -^;v^)V-7 - i4:-:fu^^i/yai-}U) - 2, 3 -i;?t: Kn - 1 H- 
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1 -K>XTif tf >-4 (433!ng) $:DMF (10.0ml) IC^^$-B: 

, j^-fb^^^-;!/ (0.2211.1) ^Mx. mwvso^mmwi.r=.o m&rmm^m^ 

b, mWi^THF (15.0ml) $:*D^fco — 4- [ CN-^^;i/-N- (5^ h 

KD- 2H-br^>-4 ->r;i/) r^y] r-u^ziig^*^ (434m 

g) tCTHF (10.0ml) ^M^. $ ^ IC h U X-5^;i'r ^ > (1.29ml) $:iDx.fe„ 

1 -3jN;i/^;^-N- [4- [ Cn-^^;v-n- (^b^ 

t KD-2H-bf^>-4 -^;i/) r5>^] ^'ai—;]/] -7- (4-:/ 

D/J<^^>>'ai::i;i/) -2, 3 - KD - 1 H- 1 -'OXT'^l^^- 4 A 
7i?>^T^ K (554mg, 81%) ^ LT#fco 
mp 207-209''C. 

NMR (200MHz, CDCI3) 6 1.06 (3H, t, J=7.4Hz) , 1.63-1.77 (4H, m) , 1.8 
5 (2H, sextet, J=7.0Hz), 2.21 (3H, s) , 2.57-2.72 (IH, m) , 3.04 (2H, t, J 
=4.8Hz), 3.37 (2H, td, J=11.4, 3.IH2), 3.57 (2H, s) , 3.90-4.08 (SB, «) , 
7-00 (2H, d, J=9.0Hz), 7.20 (IH, d, J=8.2Hz), 7.32 (2H, d, J=8.4Hz), 7.4 
7-7.54 (6H, m), 7.57 (IH, dd, J=8.0, 2.2Hz), 7.68 (IH, d, J=2.0Hz), 8.56 
(IH, s). 

IR (KBr) 1669, 1609, 1522, 1497, 1360, 1314, 1252 ciT^ . 
Anal. Calcd. for Cg^HggNgO^: C, 73.75; H, 7.10; N, 7.59. Found: C, 73. 
48; H, 7.11; N, 7.50. 
[0 0 5 7] 

0mm 1 3 

1 7 - (4 -r^n/J<=^e/:7 3i-;i/) -2, 3-$^t:KT3 

_ 1 H- 1 -^>XT-fe'tf>-4 (236mg) $: T H F (10.0ml) ^ 

xfmmM<DDMFKmm^-&> :r^-9-u;i/^^nu k (o.ismo ^m^. ^ux-i 
mmmwi'tc-o mBr^m^m^v^ mm^THF (lo.omo s:iD^fc„ 

4- [ [N-^5^;i/-N- (T^h^t Kn-2H-fcr^>-4 ->r;i/) r^Jl 
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r:^Vyr.m.m^ (207mg) ^THF (IO.ObI) StADx., $e>tchun: 
^)]y7^y (O.eiml) S:lni;lfc„ 5fclC^igLfc^^aU ra^?KS:OlCT'?gTb 

A^nv hi^^:7-f - (lOg, Bf^x^;i/ : / : h U x^;i/T^ i 
00 : 10: 1) xmmv. ^v^Tx ^ y ^15^^$:^? v^, l-^^;!/;:^ 
;i/jix::i;i/-N- [4- [ [N-;jI^;1/-N- (5^ b ^ t Kn - 2 H - 1'^ > - 4 
->r;i/) T^y] ^aix^i/] -7- (4 -3^n/J<^S/:7 3ix;i/) -2, 

3 -i/n Kn- 1 H- 1 -/<>Xr-^tf>-4 ->t7;i/3j<>MT^ K (205«g, 58% 

) ^^^u^tLxmr^o 

mp 199-202T;. 

NMR (200MBZ, CDCI3) 6 1.06 (3H, t, J=7.4Hz), 1.63-1.79 (4H, m) , 1. 
85 (2H, sextet, J=7.0H2), 2.21 (3H, s) , 2.54-2.74 (IH, m) , 2.98 (3H, s) , 
3.14 (2H, t, J=5.2H2), 3.38 (2H, td, J=11.3, 3.2H2) , 3.58 (2H, s) , 3.89 
-4.07 (6H, m), 6.96-7.03 (2H, m) , 7.33 (2H, d, J=8.4Hz), 7.47-7.67 (9fl, 
■n). 

IR (KBr) 1653, 1609, 1518, 1493, 1341, 1314, 1248, 1154 cm~l. 
Anal. Calcd. for Cg^H^^NgOgS: C, 67.64; H, 6.84; N, 6.96. Found: C, 67 
.37; H, 6.77; N, 6.89. 
[0 0 5 8] 

7- (4 -X h^i/- 3 -:7;i/>rn :7aix;i/) - i -:jI^;i/x;1/3J>x;i/- 2 , 

3 FO- 1 H- 1 -'^ryXT-lf tf>-4 -:j!j;1/7K>M (182mg) $:THF 
(lO.Onl) RXJf^mM&<DDMFlzmm^-&. :t^-^V JV^UV \^ (0.12ml) ^jJQ 

muxif^mmwLtco m&rmmii^^i'^ mmcTUF (lo.omo 

TLfc. -15. 4- [ CN-^^;i/-N- (-5^ h^t Kn- 2 H-hr^>-4 ->r 

T^y] ^f^;!/] T— U^ZlfggEJS (158mg) (CTHF (lO.Oml) ^M^. 

$e>chyx^;i/T^> (0.47.1) •kMXfco mzmm\^f=.WL^n^)\^umwL^ 
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hUx^;uT^>= 10 0:10:1) "^3|t^L, J^v^T ni^r 7 e>#^^ 
^jffv%, 7- (4 -31 3 -:7;i/>rn :7acn;i/) - i ;b 

-N- [4- [ [N-:>t5^;i/-N- (T^h^tl KO-2H-hf^>-4 ->f;i/) 

T^y] -2, 3 -e^n ko- 1 h- 1 -'Oxr-fe'tr^- 

4 -;f7;b>}?>®ET5 F (140iig. 51%) $:a'fe^^i:bT#fco 
mp 199-20210. 

NMR (200MHz, CDCI3) 6 1.49 (3H, t, J=7.0H2), 1.64-1.77 (4H, m) , 2. 
21 (3H, s), 2.57-2.70 (IH, ■) , 2.89 (3H, s) , 3.14 (2H, t, J=5.4H2) , 3.38 
(2H, td, J=11.3, 2.9Hz), 3.57 (2H, s) , 3.91 (2H, t, J=5.7Hz), 4.02-4.07 
(2H, m), 4.17 (2H, q, J=6.9H2), 7.04 (IH, t, J=8.8H2), 7.28-7.35 (3H, m 
), 7.48-7.61 (7H, n) , 7.65 (IH, d, J=8.4Hz). 

IR (KBr) 1661, 1522, 1497, 1343, 1310, 1269, 1238, 1154, 1138 c*~^ . 
Anal. Calcd. for CggHggFNgOgS (O.SHgO additive): C, 64.64; H, 6.35; N, 
6.85. Found: C, 64.46; H, 6.41; N, 6.80. 
[0 0 5 9] 
##M1 5 

7- (4 -m h^ipe/- 3 -:7;i/;f d:7 3i— ;i/) - 1 -3i>>n/^;i/- 2, s-i^n 

Kn- 1 H- 1 -^>Xr-fe'tr>-4 (398mg) $:DMF (5.5ml) 

ic^«is-&. i&>fb^:r-;i^ (0.20ml) ^mtl. z 0 j^mw^\^f=.. 

mm^'M^ly. 3^?t^THF (10.0ml) ^MXfc. — 4 - [ [N-:jI^;v- 
N- (5^ h^t Kn- 2 H-tr^>-4 ->r;i/) T^y] T— U^HJSl 

WM (394mg) (CTHF (10.0ml) ^Mtl. $ ^ h U ai^;i/T ^ > (1.17ml) 
^iO^fcc :$fcJCii§gL/fe^i'nU F^M?^$:0rT'?iTL,^. M'^%S:^?a-e4 
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L/fec mm^mmr. -©ssl, mm:^=^^ ^ -f^ii'^nmm^n^i^ 7- (4- 

x-h^ty-s-yjiytuyji—jv) - i -3}>;i/^ ;i/-N - [4- [ 

-N- (7=- h^t Fn- 2 H-t°^>-4 --f;i/) r^y] :7 3i:^;i/] 

-2,3 Fn- 1 H- 1 -^>>CTl2ll°>-4 -:;b;i/d<>MT^ F (453m 

mp 193-196r;. NMR (200MHz, CDCI3) 8 1.49 (3H, t, J=7.0Hz), 1.64-1. 
75 (4H, m), 2.21 (3H, s) , 2.58-2.74 (IH, m) , 3.04 (2H, t, J=5.0Hz), 3.37 
(2H, td, J=11.3, 3.1Hz), 3.58 (2H, s) , 3.92 (2H, t, J=5.3Hz) , 4.02-4.07 
(2H, m), 4-17 (2H, q, J=7.1Hz), 7.05 (IH, t, J=8.6Hz), 7.20 (IH, d, J=8 
.4Hz), 7.29-7.37 (5H, ■) , 7.45 (IH, s) , 7.54 (2H, d, J=8.4Hz) , 7.56 (IH, 
s), 7.66 (IH, d, J=2.0Hz), 8.55 (IH, s) . 
IR (KBr) 1667, 1514, 1501, 1360, 1314, 1269, 1238 cm"^. 
Anal. Calcd. for CggHggFNgO^ (O.lHgO additive): C, 70.85; H, 6.52; N, 
7.51. Found: C, 70.55: H, 6.54; N, 7.45. 
[0 0 6 0] 
1 6 

b-zfU^e-N- Fe/;i/T> F^— (2 0 0 g) ®DMF (4 5 0m 
1) l§?KS:»?&-T, 6 0 %7Kmit-^ h V ^ (25g) ®DMF (50ml) M 

(7 8g) i:4 - (8 2ml) SrSnA. mMW^M^T s b x: x 

zAmmmmmwvftio i^v^2^x-zfh^i/\^ (7 0g) $:^?^T*nx.fc^, 
8 5TCT'i. bmmMmmwi^t^o mm^m^i^^ 7K:?K^An^, mm:^^}iyxm 

htcLo 7-:/n^-5-t Fn=^^- 1 - F^>;v-2,3-i;b: 

FD- 1 H- 1 -^>^/T-^if >-4 -:?!j;i/3K>^x^;i/ (:p15^;1/) iU^m) 

(15 3g) $:e^M^i:bT#fe. 

^H-NMR(6ppm, CDCI3) 1.31(1.5H, t, J=7.1Hz), 2.29(2H, t, J=6.4Hz), 2.40( 

3H, s), 3.72(1. 5H, s) , 4.08(2H, t, J=6.4Hz), 4.17(1H, q, J=7.1Hz), 7.17( 

2H, d, J=8.2Hz), 7.38(2H, d, J=8.0Hz), 7.41-7.46 (IH, m) , 7.60-7.66 (2H, m 
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), 11.83(0. 5H, s), 11. 91(0. 5H, s) . 
[00 6 1] 

7 5-t Fn^i^- 1 - 2, 3-$;t:Kn-iH-i-/<> 

V'"r-fe'tf>-4 -7!j;i/^>^:i:^>'l/ (^^^l/) (M-^ife) (3 2. 4 g) iCg^^ 
(2 0 0inl) (1 2 Oml) $:inx., 801CT'2. zmmiMmmWh 

) -^mmiy^ 7-:/D^-l, 2,3, 4 -5=- h^t: Kn- 1 -^>i/Tif tr> 
-5-:^> (8. 5 5g) $:^^fe^^i:LT^fe. 
mp 99-lOir . 

1h-NMR(6 ppm, CDCI3) 2.18(2H, quint, J=7.1Hz), 2.82(2H, t, J=7.2H2), 3.2 
5(2H, t, J=6.6Hz), 4.65(1H, br) , 6.65(1H, d, J=8.6H2), 7.20(1H, dd, J=2. 
2, 8.6Hz), 7.82(1H, d, J=2.2Hz). 
IR(KBr) v: 3364, 2955, 1661cm"^. 
[0 0 6 2] 
8 

l-ZfU^-l, 2, 3, 4 -7^ FD- 1 -^>V^T-^l^>- 5-:r> 

(7g) , i;:>i5^;i/T.^ y i^u (22g) S:THF (200mi) ^c^*^b 

, — j^^J^t-^^;!/ (6 0g) $:iDx, 1. S^fSSil^bfco ^^^W^b, 

^-1- (t -^F^e/:i!j;i/3K:^;^) -1, 2, 3, 4 --5^ h ^ H Fn - 1 
>l/Tif tf>- 5 7 -yn^- 1 - ( t - >'* h ^ -5- 
(t ->^h^^;Jj;i/j}<^;i/:^^i/) -2, 3 - t^ti Fn - 1 H- 1 -/^>"!/Tiz 
If^OD^g-^i^ (2 4. 6g) &||^::4->r;i/i: bT#fcc 

^H-NMR( 6 ppm, CDCI3) 1.43(4.5H, s) , 1.49(9H, s) , 2.15(1H, quint, J=6.8Hz 
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), 2.76(2H, t, J=6.8Hz), 3.73(2H, t, J=6.8Hz), 5.97(0.5H, t, J=4.6H2), 7 
.17(0.5H, br), 7.35(1H, br) , 7.54-7.59(lH, m) , 7.98(0.5H, d, J=2.6H2). 
[0 0 6 3] 
1 9 

7-:/n^-i- (t-zfh^t/itj)v:^=-jv:) -l, 2, 3, 4-^h^il\^U 

- 1 -y<y)/r-^if>- 5 -ytyt 7 -zfU^- 1 - (t -•Zfh^t/itj)]/:^—)^ 
) -5 - ( t - y^'h^t/ it3jv:i^-j\yyilr^iy) - 2, 3 - S/'t Kd - 1 H- 1 

y)/r-^\^ycou^<^ (33. 3g) ^mkt^:^^^^ (4 00 mi) ^c^*^b, 

h U h^S/ K (2 3. 0 g) ^UdX. ^^#H^T, 2. SNpra^liO 

3|tS?L/, 7 -zfU=E:- 1 - (t -1, 2, 3, 

Fn- 1 -'Ov'"T-^tf>- 5 -:*->-4 -5fj;i/3K>^:3<^;i/ (2 3. 8g 

^H-NMR(6ppm, CDCI3) 1.36(4.5H, s) , 1.52(4.5H, s) , 2.43-2.55(2H, m) , 3.3 
9-3-54(0. 5H, m), 3.72(1.5H, s) , 3.84(1.5H, s) , 3.89-4. 04(2H, ■) , 7.12(0. 
5H, br), 7.42(0.5H, br) , 7.51(0.5H, dd, J=2.2, 8.4Hz), 7.58(0.5H, dd, J= 
2.4, 8.6Hz), 7,82(0.5H, d, J=2.2Hz), 8.00(0.5H, d, J=2.2Hz). 

[0 0 6 4] 
##M2 0 

7-:/o^-i- (t -:^h^t/;5j;i/3l?:^;i/) -i, 2, 3, 4--5^h^b:Kn 

- 1 -^>yT1f br>- 5 4 -;!7;1/jK>^;)1 5^ ;i/ (7. 2g) $:THF 
(15 0ml) ^C^3^)^L, 7K*^b>f^^S^ h U 1^7^=. (0. 7 g) ^-4 OXZX^M 

TLtz.^ §e>lC^^y-;i/ (15ml) $:?iTb> - 1 5 r T' 1 ^^m^bJt„ 1 

Mn^mm-^if^iy'Oh.^m^^xm.mi^f:^. mm^m^x^. nm.^Tnv (i5o 

ml) tC^7&^b> b'Jx^;i/T^> (7. 5ml) ^inix.> ^?^T, 
>?.;i/3jN-;i/ (2. 1ml) S:?gTb:to ^^#H^T, ^iST' 1 . 5^^m#^ 
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, DBU (13, 5 ml) ^^UT^mTL. U^!I^^9 0X:. 1 0 ^mMmMW 

n^-1- (t -:/h^S/^;i/>J^-;i/) - 2, 3 -i^'t Kn- 1 h- 1 
T-fe'lf >-4 ( 5. 18g) SrMfe^^^ bT#7Lo 

Bp i44-i45r;. 

VnMR(6ppib, CDCI3) 1.47(9H, s) , 2.89(2H, t, J=4.8Hz) , 3.61 (2H, br) , 3. 
83(3H, s), 7.27(1H, br) , 7.39(1H, dd, J=1.8, 8.4Hz) , 7.54-7.55(2H, m) . 
IR(KBr) V : 2978, 1709 cm"^. 

Anal, calcd. for CjyHgQBrNO^: C, 53.42; H, 5.27; N, 3.66. Found C, 53.58 
; H, 5.12; N, 3.52. 
[0 0 6 5] 

2 1 

7-3fD^-l- (t -:/h^i/;!j;i/3K:^;i/) - 2, 3 -i/'H KD- 1 H- 1 - 
'<>V^T1ftr>-4 -i^fj^biJO^^l^;!/ (1. 5g) ^Bt^ai5^;i/ (5 0ml) 
iC^A^L, BNJ^^ (2ml) $:in^, 8 OT:, 2 ^f^iDl^M^ U ifco 1 N:?K^ 

-^Qcg- 2 , z-vy^ Kn- 1 H- 1 -^z/-jy'tyf.z/-A-i^j\/-mym.i^^J^^ 
(1. og) ^Mfej^^ail-T#fco 

mp 143-145'C. 

VNMR(Sppm, CDCI3) 2.85(2H, t, J=4.8Hz), 3.35(2H, t, J=4.8B2), 3.80(3H 
, s), 4.62(1H, br), 6.49(1H, d, J=8.4Hz), 7.15(1H, dd, J=2.4, 8.4Hz), 7. 
37(1H, d, J=2.4Hz), 7.53(1H, s). 
IR(KBr)v: 3384, 2949, 1694ciii"l. 

Anal, calcd. for CjgHjgBrNOg: C, 51.09; H, 4.29; N, 4.96. Found C, 51.17 
; H, 4.32; N, 4.97. 
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[0 0 6 6] 

m^m 2 2 

(0. 4ml) ^M7i<.mm (O. 84 mi) }C^?^TMTb. ^^#H^T 
, b ovx*2}i^mtammwi^t=.o THF CSml) $:inx., ^i^T> 7-:/n^ 
-2, 3 -s;t: Kd- 1 H- 1 -/Ol/r-fe'tr^- 4 (1. 

og) ®THF (15ml) mwL^mrLt=.o ^ux'-mmw^. mm^^^L 

, 1 -zfu^E- i-:^ju^jv-2 , 3 -s^n Kn- 1 H- 1 -^oyr-fe'tf^- 

4-^;i/>J?>^:>l^>n/ (1. 0 7g) SrM-fe^^i: bT#fco 
mp iTs-iTer;. 

1h-N1!R(5ppid, CDCI3) 2.93(2H, t, J=5.3Hz), 3.80(2H, t, J=5.3Hz), 3.83(3H 
, s), 7.01 (IH, d, J=8.5Hz), 7.50(1H, dd, J=2,2, 8.5Hz), 7.58(1H, s) , 7.6 
5(1H, d, J=2.2Hz), 8.46(1H, s) . 

IR(KBr) v: 2951, 1713, 1680cm"^. 

Anal, calcd. for Cj^H^g^rNOg: C, 50.34; H, 3.90; N, 4.52. Found C, 50.43 
; H, 3.75; N, 4.45. 
[0 0 6 7] 

2 3 

i-zfu^- 1 -/J>;i/^;i/- 2, 3--:;tFn-iH-i - /^^yrif > - 4 
-5?j;i/3J?>^:?i^.'^ (3. Big), 4 -^;i/3JnU y ;i/se>^ (3. 5i 

g) , mWtiJV^^^ (3. 7 5 g) ICtK (2 0ml) , (2 0ml) 

, h;i/x> (10 0ml) (om^^^isax. r;i/if>#ffl^T, ^1^X4 o^m 
^#L/fc. 7^h^^>^ ( h u :=.;!/ 3i>x:7'f >) ^ i:^ (o, 5 2g) 

1 7 - (4 -^;i//}n'J y :7ai-;i/) - 2, s-^/'tiKn-iH 
- 1 -^>yT-ei:^>-4 -:tr;V3i<>®?;i^;i/ (3. 6 4g) ^rgJSHfe^Si: b 
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mp 178-18ir;. 

VNMRCSppm, CDCI3) 2.95(2H, t, J=5.1Hz), 3.23(4H, t, J=4.9Hz) , 3.82-3. 
92(6H, m), 3.84(3H, s) , 6.97-7.04(2H, m) , 7.17(1H, d, J=8.2H2), 7.45-7.6 
0(3H, m), 7.69(1H, d, J=2-2Hz), 7.76(1H, s) , 8.53(1H, s) . 
IR(KBr) v: 2951, 2830, 1709, 1674cm~l. 

[0 0 6 8] 
#%M2 4 

1 7 - {A-^JV-^^J J -7 - 2, 3 - H FD - 1 H - 1 

-^>!/riftr>-4 (3. 54g) J -)\^ (2 5 0 

ml), THF (250ml) \Z^ti^V. 1 mmtit-y- h ^) I^i^^WL (9 0 m 

- (4 -^;1'/JnU 7 >'i— ;i/) - 2, 3 -i/'n Fn- i h- i 

-^>yT-fe'lf >-4 (3. 30g) ^^tefe^^i: bT^^fcc 
mp 247-257'C(dec.). 

lH-NMR(6ppm, DMSO-dg) 2.75(2H, t-like), 3.14-3. 19(4H, m) , 3.70-3. 78(6H, 
m), 7.03(2H, d, J=8.8Hz), 7.36(1H, d, J=8.4Hz), 7.62-7.71 (4H, m) , 7.87( 
IH, s), 8.51 (IH, s). 
IR(KBr) V : 1671 ca"^. 

Anal, calcd. for ^22^2^^ ^' ''^^i^' ^' ^7.57; H, 6.03; N, 7.16. Found C, 
67.48; H, 5.74; N, 6.98. 

[0 0 6 9] 
##^2 5 

7_-;fD.E_l- i\.-'fV^i/iJ)\^il^-)\y) - 2, 3 -S;?ti Fn- 1 H- 1 - 

/oyT-^tr>- 4 (2. og) , 4 -^;v>}nU >^ ;^ 

yS^^m (1. 2 g) , lM^^;tjU e^ATK^^S d 5ml) , d 5 

ml) , (10 0ml) <DU^m^r)\^-^y^m%r. mmx-zo'^^ 

mWl^tco T-V^^y^ ( h U 7acn;i/jjNX7'f >) A^t:P^2^ (0. 2 4 g) S: 
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, 1- ( t -:/h^^:jtj;i'jK— - 7- (4 -=E;i/d>u 7 -2,3 

Fn- 1 H- 1 -K>:/T-^tr>-4 (2. Og) 
mp 183-185TC. 

^H-NMR(6ppm, CDCI3) 1.49(9H, s) , 2.90(2H, t, J=5.0Hz), 3.19-3.24(4H, m) 
, 3.69(2H, br), 3.83(3H, s) , 3.87-3.91 (4H, m) , 6.98(2H, d, J=9.0Hz), 7.4 
8(2H, br), 7.52(2H, d, J=9.0H2), 7.58(1H, s) , 7.73(1H, s) . 

IR(KBr) v: 2973, 1705 cm"^. 

Anal, calcd. for C^j^zVb' ^' 69.81; fl, 6.94; N, 6.03. Found C, 69.57; 
H, 6.76; N, 5.76. 
[0 0 7 0] 

##M2 6 

1- it -Zfh^i^iiJJ^^—J^) -7- (4 -^;U3}^U y ^'ac^;!/) - 2, 3- 

Kd- 1 H- 1 -^>v^r-fe'tf>-4 -?!j;i/3K>^:;^^;v (2. Og) 

(1 0 0ml) IC^*>L, BNig^ (4 0ml) &iD;t, 8 OX:, 3 0 

mvt:^o mm^^^i^^ 7- (4-^;V7}NU7:7ai-;v) -2, 3->:;?tKn- 
1 H- 1 -^>v^r-fe*tr>-4 -5{j;i/3j<>^:*^;v ( 1 . 4 eg) ^M^^^^n 

mp 175-182TC (dec). 

^H-NMR(6ppiii, CDCI3) 2.89(2H, t, J=4.5flz), 3.17-3.22(4H, m) , 3.41 (2H, t, 
J=4.5Hz), 3.81 (3H, s) , 3.87-3. 91 (4H, m) , 6.67 (IH, d, J=8.3Hz), 6.97(2H, 
d, J=8.8Hz), 7.33(1H, dd, J=2.0, 8.3Hz) , 7.45-7.50 (3H, m) , 7.73(1H, s). 

IR(KBr) v: 3378, 2953, 1694 cm"^. 

7 3 ffiiiE#2 0 0 0 - 3 0 2 9 9 6 3 
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Anal, calcd. for C22H24N2O3-O.2H2O: C, 71.80; H, 6.68; N, 7.61. Found C, 
71.51; H, 6.72; N, 7.47. 
[0 0 7 1] 
##092 7 

(0. 1ml) ^^.Ti^mm (0. 2ml) IC^J^TMTb. ^^#H^T, 
5 0X:-V2mmi}mMWVrco THF (2m l) ^M:^. ^?^T. V- (4-^ 
;i/3}>Uy :7ai-;b) - 2, 3 -^/b: Fd- l H- l -'^>v^T'fe'e>-4 
Ji?>^^^;V (0. 3g) ODTHF (15ml) ^IgSrtjgTbfco ^^S't? 1 . 5 

Tfgi^L/fco 1 7- (4-^;i/3j^U y :7 3i-;b) - 

2, 3 Ko- 1 H- 1 -'Ov^T-^tr>-4 -?Jj;i/3j?>^^^;i/ (0. 3 

g) ^mM^u^i^vxnt:^a 

[0 0 7 2] 
##M2 8 

7-^D^-i- (t -:^h^$/:i?j;i/3j<-;i/) - 2, 3 - e^fc Fa - i H- i - 
/<>yT-^tr>-4 (i. og) , 4 h:^re/:7ai— 

(0. 5 g) , IM^^^ijU (8ml) . :i:t5?y-;i/ (8ml) 

, (50ml) <Dm^<^^rjv::iym-mm.r. g?aT3 o^r^m^ufc 

o -r h^^>^ ihVy3L—JV:^yf.'7>( y) A^V^J^ (0. 1 2 g) t:M:^> T 

^M^M.^U'^h^^y^- (g^ma:5^;i///\:3r-9-» T'«^L. 1- (t- 
•fh^tyi^J^^^^-^^ -7- (4 -31 h!3re/7x— ;i/) - 2, 3-$;hFD-1 
H- 1 -/<>^/riftf>-4 -5?j;i/3J<>^:'l5^;i/ (1. 1 g) $:M^&^iir^l l^T 

^H-NMR(6ppm, CDCI3) 1-38-1. 49(12H, m) , 2.91 (2H, t, J=5.3Hz), 3.68(2H, b 
r), 3.83(3H, s) , 4.09(2H, q, J=7.0Hz), 6.97(2H, d, J=8.8H2), 7.47-7.55(4 
H, m), 7.58(1H, s) , 7.74(1H, 4). 
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IR(KBr) v: 2980, ITOScm"^. 
[0 0 7 3] 

2 9 

1- it-zfh^i/:^JV^—J^y) -7 - i4:-:r.h^i/y3i—j\y} - 2, Z-i/ 
t Kn- 1 H- 1 -'<>yT-^tr>-4 -:jfj;i//i?>M:*^>'V ( 1. i s) ^B^^ 
(5 0ml) IC^Tb^b. 6N||L^ (1 Om 1) 5:*^, 8 OX:, 4 0:^)-^ 

fco ^^$:W*b, 7- (4-^h:^i/7acn;b) -2, 3 - i^'t: Kn - 1 H- 

1 -'^>i/T'^tf>-4 -5f7;i/3K>^>t5^;i/ (0. 78g) ^n^f^^nvxm 

■p 157-158X:. 

1h-NMR(6pp«, CDCI3) 1.43(3H, t, J=7.0Hz), 2.88(2H, t, J=4.6Hz), 3.40(2H 
, t, J=4.6Hz), 3.81(3H, s) , 4.07(2H, q, J=7.0Hz), 6.66(1H, d, J=8.3Hz), 
6.94(2H, d, J=9.2Hz), 7.31 (IH, dd, J=2.2, 8.3Hz) , 7. 41-7. 47 (3H, n) , 7.73 
(IH, s). 

IR(KBr) V : 3380, 2980, 2948, 1699cm~^. 
[0 0 7 4] 

##M 3 0 

(0. 0 9ml) ^Myi<.mm (o. ismi) ic^?^T?iTb. ^mwm^ 

T. 5 0'C-e2^^iDl^^#Lfco THF (2ml) SriOA., ^K?^T, 7- (4 
-3ib:^i/:7a:— ;i/) -2, 3 - H FD - 1 H - 1 - ^> V^T-^bf > - 4 - :^ 
;i/;J^>^^5^;i/ (0. 25g)(Z)THF(15ml) ^?g[?:?gTbfeo ^^aT?4 

X^mVtcio 7- (4 -aih^$/7ai-;i/) - 1 -3j>;i/^ 2 

, 3 -i^t KD- 1 H- 1 -/<>yT-^lf>-4 -:^j;i/3j?>^^^;i/ (0. 24 

g) ^Mfe*g^ilbT#7^o 
up 133-135X:. 
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^H-NMR(6ppin, CDCI3) 1.45(3H, t, J=6.9 Hz), 2.95(2H, t, J=4.9Hz) , 3.82-3 
.88(5H, m), 4.09(2H, q, J=6.9Hz), 6.99(2H, d, J=8.8Hz) , 7.17(1H, d, J=8. 
OHz), 7.49-7.58(3H, m) , 7.68(1H, d, J=2.2Hz), 7.75 (IH, s) , 8.53(1H, s) . 
IR(KBr) v: 2980, 2948, 1709, 1678cb~^. 

[0 0 7 5] 
##M3 1 

7- (4 -in h^i/:7ain;i/) - 1 -/J>;i/^ 2 , 3 - i/H Fn - 1 H- 1 - 
>OyT-^tr>-4 -?t7;i/:ijf>^:>t5^;i/ (0. 24 g) ^:f^itJ-J]/ (25ml 
) , THF (3 Oml) ^C^A^b, 1 NTfC^-ffcT^ AtKIS?^ (5ml) 

„ mm^^^L^ 7- (4-aih3pi/:7xn;i/) - 1 -3}>;i/$ 2 , 3-V\i 
FD- 1 H- 1 -'Ov*T-^br>-4 (0. 23g) ^WiM'^^^ 

mp 224-226"C. 

^H-NMR(6pp«, CDCI3) 1.46(3H, t, J=6.9H2), 2.97(2H, t, J=5.1Hz), 3.88(2H 
, t, J=5.1Hz), 4.10(2H, q, J=6.9Hz), 7.00(2H, d, J=8.8Hz), 7.20(1H, d, J 
=8.1Hz), 7.53(2H, d, J=8.8Hz), 7.59(1H, dd, J=2.0, 8.1Hz), 7.70(1H, d, J 
=2. OHz), 7.86(1H, s) , 8.56(1H, s) . 
IR(KBr) v: 2982, 1669, 1682c«~^. 

Anal, calcd. for C2oHi9N04-0-4H20: C, 69.71; H, 5.79; N, 4.06. Found C, 
69.80; H, 6.00; N, 3.80. 

[0 0 7 6] 
##013 2 

7-r^D^-i- (t F^i>55j;i/3j<-;i/) -2, 3 - Fn - 1 H- 1 - 
^>V^Ti?t:°>-4 (1. Og) , 4- (2-xh^$/:cF 
^i/) y3i=.}llSiom (0. 6g) , lMmmi^V^J^:^mWL (8ml) , 
J-JV (8ml) , F;i/X> (5 Oml) (JDM^^fe^ T>n/=r>#H^T> 
2 0^mmWLrc. ^y^Vy^T. (FU:?^:— ;i/3f?x:7^>) A^i^'i^/A (0. 1 
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mi^^ 1- (t -:/h^t/?!3;i/7i<n;i/) -7- [4- (2 -X h^^yzQ hdp>» 
7aix;i/] -2, 3 KD- 1 H- 1 -'<>:/Tifbr>-4 

(1. 1 g) $:M#i:t>r;i/^ LTWfco 
^H-NMR(6ppiB, CDCI3) 1.26(3H, t, J=7.1Hz), 1.49(9H, s) , 2.91 (2H, t, J=4. 
8H2), 3.63(2H, q, J=7.1Hz), 3.68(2H, br) , 3.83(2H, t, J=4.9Hz), 3.83(3H, 
s), 4.17(2H, t, J=4.9H2), 7.00(2H, d, J=8.8Hz) , 7.47-7.53(4B, m) , 7.58( 
IH, s), 7.73(1H, s). 
IR(neat) v: 2976, ITOScdi"^. 

[0 0 7 7] 
##M3 3 

1- it -zfh^i^iJfiy^^}^^ -7- [4- (2 -Xh^i/X 37a:X 
- 2, 3 -s^n Fn- 1 H- 1 v*T-fe'i^>-4 -:*;i'3jf>^:?i^>n/ ( 
1. 1 g) S:if^x5^;i/ (5 0 m 1 ) C^A^L/, 6 NJ^^ ( 2 0 m 1 ) $:An^, 
SOTC, 4 5^|Sinl^m^b7to lN;!K^>fb■:^^U':7A7K^|^tS:fflV^T*^^b> 

A$:Mv^T^^bf-. ^^?:@*b, 7- [4- ( 2 -x h dpi/X h ^^rt/) ^ai 
x;i/] - 2, 3 -t/^H KD- 1 H- 1 -/<>yT1f tr>-4 -;!j;i/3j<>^^^;i/ 
(0. 7g) $:^^i^^2:bT#:feo 
BP 102-108'C. 

^H-NMR(6ppin, CDCI3) 1.26(3H, t, J=7.0Hz), 2.88(2H, t, J=4.7Hz) , 3.40(2H 
, t, J=4.7Hz), 3.62(2H, q, J=7.0Hz), 3.81 (3H, s) , 3,82(2H, t, J=5.0Hz), 
4.16(2H, t, J=5.0H2), 6.67(1H, d, J=8.5Hz), 6.97(2H, d, J=8.8Hz), 7.31(1 
H, dd, J=2.2, 8.5H2), 7. 42-7. 47 (3H, m) , 7.73(1H, s) . 

IR(KBr) v: 3370, 2976, 2946, 2870, 1698cin"^. 

Anal, calcd. for C22H25NO4: C, 71.91; H, 6.86; N, 3.81. Found C, 71.88; 
H, 6.79; N, 3.78. 
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[0 0 7 8] 
3 4 

(0. 13ml) (0. 2 5ml) lCxK?^T?iTb. ^^#ffl^ 

T, 5 OTCT'2NFraj6tII^«^b;fec THF (2ml) ^M^. ^?^T> 7- [4 
- i2-Jih^i^:^h^ty) •7x^;V] - 2, 3 - t^tl KD - 1 H - 1 -'O t/ 
T-fe'l^>-4 (0. 25g) ©THF (10ml) m^^W 

:^^S/^7A5:«V^T^ilbfe<, 7- [4- ( 2 h ^S/ni b 

) 7x-;i/] -l-:^)]y^)V-2, 3 - i^b: Fn - 1 H- 1 -^Oyrif tf >- 

4 (0. 2g) ^m^m^tvxmt:^. 

mp 138-142TC. 

lH-NMR(6ppm, CDCI3) 1.27(3H, t, J=6.9Hz), 2.95(2H, t, J=5.1Hz), 3.63(2H 
, q, J=6.9H2), 3.81-3.88(7H, m) , 4.19(2H, t, J=5.0Hz), 7.03(2H, d, J=8.8 
Hz), 7.17(1H, d, J=8.2Hz), 7.48-7.59(3H, m) , 7.68(1H, d, J=2.2H2), 7.75( 
IH, s). 

IR(KBr) v: 2872, 1709, 1678ciii"l. 

Anal, calcd. for C23H25NO5: C, 69.86; H, 6.37; N, 3.54. Found C, 69.88; 
H, 6.43; N, 3.49. 
[0 0 7 9] 

##M3 5 

7- [4- (2 -X h^Jf^J/a: h=^re/) >'3i^;i/] - 1 - 2 , 

Kn- 1 H- 1 -'Oi/r-fe*if>-4 (0. 2g) Sr^^J^y 
-;i/(2 5ml). THF (2 5ml) ^C^;^^^L, 1 N>!KM>fb-h h U A:?Kl§«i 
(5ml) $:i0A, mUV-mmWLt^. mmi'. TKSrin;^, lN^^T'4»^b 

^/AT'$g^bfcc 7- [4- (2-3ihdpi/Xh^>» >'ai-;i/ 

] - 1 -3}n;i/^;i/- 2 , 3 Kn- 1 H- 1 -/<>v^r-^tr>-4 

>m (0. 1 9 g) ^rM-i^i^^i: LT#fco 

7 8 miE4t 2000-302996: 



#^ 11—170345 



«P 190-1 92TC. 

^H-NMR(8ppm, CDCI3) 1.27(3H, t, J=7.0H2), 2.97(2H, t, J=4.4H2), 3.64(2H 
, q, J=7.0Hz), 3.81-3.90(4H, m) , 4.19(2H, t, J=5.0H2), 7.03(2H, d, J=8.8 
Hz), 7.19(1H, d, J=8.2H2), 7.52(2H, d, J=8.8Hz), 7.59(1H, dd, J=2.2, 8.2 
Hz), 7.69(1H, d, J=2.2Hz), 7.85(1H, s) , 8.55(1H, s). 
IR(KBr) v: 2936, 2872, 1682, 1671cio~l. 

Anal, calcd. for CggHgsNOg: C, 69.28; H, 6.08; N, 3.67. Found C, 69.00; 
H, 6.31; N, 3.56. 

[0 0 8 0] 
#%M3 6 

7_-/pcE_ 1 -;J^;^^;^-2 , 3-i?fcFn-iH-i -KyiTrnyfy-A: 

(2 0g) , 4- (2-aQh:^^>acb^i/) y aL—)Vi^om. 
(14. 9 g) , IM^^TtjU -^AtK^^K (1 3 0ml) , (130 
ml) , (1 0 0 Oml) CDlg-^ifeS:T;i/rr>#H^T. ^MT? 3 0^ 

mmWht^. 5^h^=¥X ihV7:]^—)V:^:^'7^y} )^'y (3g) ^MX. 

, r;^=3>#H^T"t: 1 5^raMt^Lfco B^m3i^;i/-ei*mL/. Mmm^a^. t§ 

- [4- (2-nih^$/aih^i/) y^-M - 1 2 , s-e^'tK 
n- 1 H- 1 -^>v^T-^tr>-4 (2 5. 2 g) 

[0 0 8 1] 

3 7 

7-:/a^-i- (t -^h:^^^/?!?;!/^-;^) - 2, 3 -e^t Fn - 1 h- 1 - 

^>yT-fe'br>-4 ( 1 . og), 4 - (3 -ai h:^e/:/o 

3i<^t/) 7 (0. 62g), 1M^^5!jU ^^A^^cttl^t (8ml) , 

(8ml) , h>n/3i> (5 Oml) CDM'^#S:T;i/=r>#H^T> ^ 
IST'S 0:$^r^^^L.^o 7^h^=^X ( h U 7ai :=.;!/ JfxX^-O) A^i/'^i^A (0 
. 12g) Srinx., T;i/=f>#ffl^TT— BfeSSSbfe. i^^:n5^;i/Tttmb. M 
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1- it-zfh^^i^J\y^-J\y) -V - [4- (3 -xh:^t/:/D7K 
^t/) - 2, 3 -t^bl KD- 1 H- 1 -^>v''T-^if>-4 -:^;i/3i< 

(1. 2g) S:Mfe^a^bT#fco 
mp 125-128'C. 

lH-NMR(8ppm, CDCI3) 1.21 (3H, t, J=7.0Hz), 1.49(9H, s) , 2.02-2.14(2H, m) 
, 2.91 (2H, t, J=4.2Hz), 3.51 (2H, q, J=7.0Hz), 3.62(28, t, J=6.3H2) , 3.65 
(2H, br), 3.83(3H, s) , 4.12(2H, t, J=6.2Hz), 6.98(2H, d, J=8.8Hz), 7.40- 
7.55(4H, m), 7.57 (IH, s) , 7.73(1H, s) . 
IR(KBr) v: 2976 , 2948, 2872, 1705cm"l. 

[0 0 8 2] 
##M3 8 

1- (t -^h=¥Sy;!7;i/3K— -7 - [4- (3 -o: $/) yx. 

-2, 3 -i^fc Kd- 1 H- 1 -'<>yT-fe'i^>-4 -:^;i/;i<>BI:>i^;v 
(1. 2 g) SrB^^oi^^;!/ (5 0 ml) lC|§*^b. 6 NJfe^ ( 1 0 m 1 ) SrilDx. 

^j^^m^^mmhtc^o ^m^^^v. 7- [4- is-:iih^iy:fu:^^iy) 

-2, 3-i^t Kn- 1 H- 1 -'OyT-^i:^>-4 

(0. 8g) ^n^mmni^xmr^. 

mp 99-102r;. 

1h-NMR(6ppi», Crcig) 1.21 (3H, t, J=7.0Hz), 2.01-2. 13(2H, n) , 2.88(2H, t, 
J=4.7Hz), 3.41 (2H, t, J=4.7Hz), 3.51 (2H, q, J=7.0Bz), 3.62(2H, t, J=6.2 
Hz), 3.81 (3H, s), 4.10(2H, t, J=6.2Hz), 4.78(1H, br) , 6.67(1H, d, J=8.5H 
z), 6.95(2H, d, J=8.8Hz), 7.32(1H, dd, J=2.2, 8.5Hz), 7. 43-7. 47 (3H, m) , 
7.73(1H, s). 

IR(KBr) V : 3374, 2949, 2868, 1699c«"l. 

Anal, calcd. for CggHgyNO^: C, 72.42; H, 7.13; N, 3.67. Found C, 72.24; 
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H, 7.04; N, 3.67. 

[0 0 8 3] 

3 9 

(0. 1 Iml) ^MtI^MM (O. 22ml) lC^?^T?iTL, Mll#H^ 
5 0rT'2^^inmM#bfco THF (2ml) ^MX. ^K?^T, 7- [4 
- (3 -X h^i/:;^D3K:Sre/) :7a:n;i/] -2, 3 Fn- 1 H- l 

yT-e^°>-4 -T?!;!//}^^^^;!/ (0. 3 5 g) (7)THF (1 5 m 1) ^Wl^ 

y*i/':;i.^Mv>T^^Lfc„ 7- [4- is-^Lh^iyzfu-^ 

^i/} - 1 2 , 3 - i/t Ka - i H- i -K^^/Tlf tf 

:/-A-:^}\/-^l/m:^'f-J^ (0. 3 6g) bT#:to 
mp 112-113'C. 

^H-NMRCSppm, CDCI3) 1.22(3H, t, J=7.0Hz), 2.03-2.15(2H, m) , 2.95(2H, t, 
J=4.8Hz), 3.52(2H, q, J=7.0Hz), 3,63(2H, t, J=6.3Hz), 3.84(3H, s) , 3.84 
(2H, t, J=4.8Hz), 4.13(2H, t, J=6.3Hz) , 7.01(2H, d, J=8.8Hz) , 7.17(1H, d 
, J=8.2B2), 7.52(2H, d, J=8.8H2), 7.56(1H, dd, J=2.2, 8.8Hz) , 7.68(1H, d 
, J=2.2Hz), 7.75(1H, s) , 8.53(1H, s) . 
IR(KBr) v: 2951, 2872, 1709, 1678cin"^. 

Anal, calcd. for C24H27NO5 • O.2H2O: C, 69.78; H, 6.69; N, 3.39. Found C, 
69.98; H, 6.79; N, 3.28. 
[0 0 8 4] 

^^m^ 0 

7- [4- (3 -X h^^ri/^O/K^^ri/) ■7 3ix;i/] - 1 - jJn;1/^ ;V- 2 , Z-V 

nFn-iH-i -/<>V^Tiftr>-4 -?l7;i/3j<:/^;t^;i/ (O. 3 l g) 

^ (25ml) ,THF (25ml) lC|g:ft^b, 1 N^iK^^fc':^ h U '^7 A:?K 

mwL (8ml) ^m^L. 5 ox:, 1. 5^r^An^mi$b:to mm\^. a^^Mx,. 

M7K«S^V^:^S/^7AT'^i^bfco mm^^^\^> 7- [4- (3-xh^i/y 
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D/K^i/) - 3 FD- 1 H- 1 -^>yr 

•g'bf>-4 (0. 3g) $:4ffife^Hl,hL'r#fe. 
mp 179-1811C. 

lH-NMR(6ppin, CDCI3) 1.22(3H, t, J=7.1Hz), 2 . 03-2 . 15 (2H , m) , 2.97(2H, t, 
J=5.5Hz), 3.52(2B, q, J=7.1Hz), 3.63(2H, t, J=6.3H2), 3.88(2H, t, J=5.5 
Hz), 4.13(2H, t, J=6.0Hz), 7.01 (2H, d, J=8.8Hz), 7.19(1H, d, J=8.1Hz), 7 
.52(2H, d, J=8.8Hz), 7.58(1H, dd, J=2.0, 8.1Hz), 7.69(1H, d, J=2.0Hz), 7 
.85(1H, s), 8.55(1H, s). 
IR(KBr) v: 3036, 2870, 1682cin~^. 

Anal, calcd. for CggHggNOg: C, 69,86; H, 6.37; N, 3.54. Found C, 69.64; 
H, 6.32; N, 3.55. 
[0 0 8 5] 

##M4 1 

7_^p.E_i_ (t -y^h^^/:*;!/^^^;!/) -2, 3 -i^'i^ Fn- 1 H- 1 - 
/<>^yT-^tf>-4 (1. o g) , 3, 4 
n;i/l$e>^ (0. 6 3g), IM^®:;??'; C7A;!K^?0i (8ml) , ( 
8ini) , (5 0ml) (Z)M'^«fe=&T;vri>#H^T, ^M-eso^MS 

^#bfco ihV'7jL-;V:^:7.y^y) ^-^^t^^M, (O. l 2 g) S: 

- it -zrh^iyit}JV:^-JV) -7 - (3, 4 -i;^: h^$/^ain;i/) -2,3 
FD- 1 H- 1 -^>!/T-fe*l:f>-4 (1. 3g) ^ 

mp 168-173t:. 

^H-NMRCSppm, CDCI3) 1.45-1.53(15H, m) , 2.90(2H, t, J=5.0Hz), 3.68(2H, b 
r), 3.83(3H, s) , 4.09-4. 23(4H, m), 6.95(1H, d, J=9.2Hz), 7.09-7.14(2H, m 
), 7.40-7.52(2H, m) , 7.57(1H, s) , 7.74(1H, s) . 
IR(KBr) v: 2980, 1705cm"^. 
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Anal, calcd. for CgyHggNOg: C, 69.36; H, 7.11; N, 3.00. Found C, 69.17; 
H, 7.11; N, 2.93. 

[0 0 8 6] 
##M4 2 

1- (%-zfh^iyii3?\y^=-J\y) -7- (3, 4 -^^ih^t/Z^ 3l-JV) -2, 

IH- 1 -Ky^JT-^ify- 4: -it3}V^yWt:^^Jiy (i. 3g) 
(5 O m 1 ) C^*^b, 6Ni^^ (1 Om 1) 5:*D;^, 8 CC, 1 

^bfco 7- (3, 4-$;xh:^i/:7a:-;i/) - 2, 

n- 1 H- 1 -^>^yTif tf>-4 (0. vg) ^n^^^ 

mp 159-164^;. 

^H-NMR( 6 ppm, CDCI3) 1 .43-1 .52(6H, m) , 2.89(2H, t, J=4.8Hz), 3.41 (2H, t, 
J=4.8Hz), 3.81 (3H, s) , 4. 08-4.22(4H, m) , 6.67(1H, d, J=8.4H2), 6.92(1H, 
d, J=9.2Hz), 7.03-7. 07(2H, m) , 7.31 (IH, dd, J=2.2, 8.2Hz), 7.45(1H, d, 

J=2.2Hz), 7.73(1H, s) . 

IR(KBr) v: 3391, 2980, 1688cm~l. 

Anal, calcd. for C22H25N04-0.2H20: C, 71.21; H, 6.90; N, 3.77. Found C, 
71.23; H, 6,88; N, 3.67. 

[0 0 8 7] 
##M4 3 

(0. 11 ml) ^Myi^mm (o. 22ml) ic^?^T?gTb, mmnmn 
T> b ox^x^zmmmmmi^Lr^o thf (2 mi) ^rinx., xk?^t. 7- (3 

, 4-VnLh^t/Z7 3i-A^) -2, 3 Kn- 1 H- 1 -/0!/T1fl^>- 
4 -it};V'^ym:^^)l^ (0. 35g)ODTHF(20ml) ^^KSrMTbfco ^ 

ffiV%TieMbfc. 7- (3, 4-t^^3lh^i/7aD-;i/) -1-3J> 
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2 , 3 -e/n Ko- 1 H- 1 -/<>yr-^i:^>-4 
(0. 3 5g) 5:^.^^^^ LT#^c 
mp 152-153*0. 

^H-NMRCSppm, CDCI3) 1.45-1.54(6H, m) , 2.95(2H, t, J=5.3Hz), 3.82-3.88(5 
H, m), 4.10-4.24(4H, m) , 6.97(1H, d, J=8.8Hz) , 7. 11-7. 19(3H, m) , 7.56(1H 
, dd, J=2.2, 8.4Hz), 7.67(1H, d, J=2.2Hz), 7,76(1H, s) , 8.53(1H, s). 
IR(KBr) v: 2980, 1709, 1678c«"l. 

Anal, calcd. for C23H25N05-0,2H20: C, 69.23; H, 6.42; N, 3.51. Found C, 
69.39; H, 6.39; N, 3.48. 

[0 0 8 8] 
##M4 4 

7_ (3^ 4-i;:ii\s^i/yai—J\/) - 1 2 , 3-i^tiKn-lH 
- 1 -xOy^Tif 4 -i^)V:^yWli^^)^ (0. 33g) ^ ^ J — Jl' (2 

5ml), THF (25ml) iC^Tb^b, 1 N^KM-fb^ h U 'i7A7K?^?S (8 ml 

) ^uapt. ^ux—mmnht^. mmv. Ti^^mx. iN^mx-fpnovt^. mm 

mht^. mm^^^l-^ 7-0, 4-i;xh^2/'73:-;i/) -I-^-JV^JV- 

2, 3 -e;t: Kn- 1 H- 1 -'0'yTi2tr>-4 -:*;i/>K>l? (0. 3 2 g) 

^m^^^tLxnr^. 

mp 228-233r;(dec.). 

lH-NMR(6ppm, CDCI3) 1.49(3H, t, J=7.0Hz) , 1.50(3H. t, J=7.0Hz), 2.97(2H 
, t, J=5.5Hz), 3.88(2H, t, J=5.5Hz), 4.11-4.24(4H, m) , 6.97(1H, d, J=8.7 
Hz), 7.11-7.21 (3H, m), 7.59(1H, dd, J=2.0, 8.7Hz), 7.69(1H, d, J=2.0Hz), 
7.86(1H, s), 8.55(1H, s). 
IR(KBr) v: 2980, 1682, 1669cm"l. 

Anal, calcd. for C22H23NO5: C, 69.28; H, 6.08; N, 3.67. Found C, 69.31; 
H, 6.23; N, 3.60. 
[0 0 8 9] 

##M4 5 
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(0. 2 5g), 4 - (2 -3^h^t/x h^S/) :73i-;i/« 

(0. 2 3 g) , 1Mj^M;«JU ':7A;!K^?g (2. 5 ml) , X3f (2 
. 5ml). h;i/x> (2 5ml) (Z)?g-&%S:T;i/:3 >#H^T. ^^ST' 3 0 
mMWhtc^o "t-V^^t. ( h U 7aix;i/7}x:^:7>f » A'^V^J^ (o. o 4 g) 

?t$:i/y5!7>5f;i/;!3^A^av h^*^:7>f - (Bf^x5^;v//\:^-9->) -Cit^b. 
7- [4- (2 h^^x h:3r2/) ^aix;!/] - 1 -3i>;v^;i/- 2 , s-t/t 
Kn- 1 H- 1 -^>yT-etr>-4 -5tj;i/3K>IS:*5^>'i/ (0. 2 3g) 

^H-NMR(6 ppm, CDCI3) 0.94(3H, t, J=7.2Hz), 1.34-1.45(2H, m) , 1.55-1.69(2 
H, m), 2.94(2H, t, J=5.0H2), 3.56(2H, t, J=6.6H2), 3.79-3.87 (7H, m) , 4.1 
8(2H, t, J=5.0H2), 7.02(2H, d, J=9.2Hz), 7.17(1H, d, J=8.4Hz), 7.48-7.58 
(3H, m), 7.68(1H, d, J=2,2Hz), 7.75(1H, s) , 8.53(1H, s) . 
IR(neat) v : 2938, 2870, 1713, 1682cin"l. 

[0 0 9 0] 
##M4 6 

7- [4- (2 -^h^Sr^'X N^S/) ysL—Jl/l - 1 -3^;i/ ^ 2 , s-t^n 
Ka- 1 H- 1 -^>yTif tf>-4 -:?!3;i//J<>^;!t^;i/ (0. 2 3 g) 5:^^ 
y-;i/(25ml), THF (25ml) ^C^*^b, 1 N7K^'^b•:^ h U ^7 A:?Kl§ 

m (5ml) ^ua^. 5 5*c, 1. ^mmtammwht:^. mmL. 2KS:in^> i 

;!KeS^V^*S/'i7AT'^)^l.Jt. mm^'^^h> 7- [4- (2--/hdrS/xh 

^$/) 7a:x;i/) - 1 -;j>;b$;i/-2, 3 -S^'t Fn- 1 H- 1 -'Ov^r-etf 
>-4 -5t7;i/3K>®? (0. 2 4g) $:Mfer^;i/7T:xi:bT#:fe:o 
^H-NMR(6ppm, CDCI3) 0.94(3H, t, J=7.3H2), 1.27-1.45(2H, m) , 1.55-1.66(2 
H, m), 2.97(2H, t, J=4.9Hz), 3.57 (2H, t, J=6.8Hz), 3.80-3.90(4H, m) , 4.1 
8(2H, t, J=4.9Hz), 7.06(2H, d, J=8.8Hz), 7.19(1H, d, J=8.2Hz), 7.52(2H, 
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d, J=8.8Hz), 7.58(1H, dd, J=2.0, 8.2H2), 7.69(1H, d, J=2.0Hz), 7.85(1H, 
s), 8.55(1H, s). 

IR(KBr) v: 2955, 2934, 2867, 1682, 1669ciii"l. 
[0 0 9 1] 

##M4 7 

7_^pcE_ 1 -;J^;l/^;l/-2 , 3 -i;?t: FD- 1 H- 1 !/riz~lf>- 4 

-itj)V^>m:^^)^ (0. 2g) , 4- [N- (2-Xh^>>ai5^;i/) -N-;l 

^jvr^J'\ y^LZLjvuoWt (0. 1 7 g) , ^m:«7U':7i>, (o. 2 g) , ( 

1. 1ml). X^y-;i/ (1. 1ml), h;i/:i:> (10. 7ml) (DM^^ 

•7^y) /^^P^2^ (0. 0 3g) ^MX. T;vrf>'#S^T"e-HJfe3g^gb;feo 

-^-mmV. 1-14- [N- (2 -n:h^$/x^;v) - 

^-:^^n/r^ Jl -731— jvl - 1 2 , 3-^tFn-iH-i- 
/<>yT-^tr>-4 -:;fj;i^3K>'ife>t^;b (o. 2 2g) ^M^y^fiyyr:^^.^ 

lH-NMR(6ppin, CDCI3) 1.21(3H, t, J=7.0Hz), 2,91-2.97(2H, m) , 3.05(3H, s) 
, 3.52(2H, q, J=7.0H2), 3.58-3.63(4H, m) , 3.81-3.88(2H, m) , 3.84(3H, s) , 
6.81 (2H, d, J=8.8Hz), 7.14(1H, d, J=8.2Hz), 7.46-7.57(3H, «) , 7.67 (IH, 
d, J=2.0Hz), 7.75(1H, s) , 8.52(1H, s) . 

IR(KBr) v: 1707, 1678, 1610, 1503, 1358, 1261, 1234, 1196cm~l. 

[0 0 9 2] 
##M4 8 

7_ Q4_ [N- (2-xF^i/x^;i') -N-^^;i/r^y] :7a:X;i/] -1 

-jj>;i'^;i/-2 , 3 Kn- 1 H- 1 -/<>yrif tf>-4 

(0. 2 2g) (6. 6ml), THF (4. 4ml) {C^*> 

1 N7K^fb:M- U '^7A7K^?£ (2. 2ml) S:iD;t, ^Jg-e— H&M^bfeo 

8 6 2000-302996J 



#5(2. 1 1 — 170345 

fiJ:fem^T'?5fe#L, MTi^^m-^^'^iy^^X'^mLt^. ^M^^^V. 7- [4 
- [N- (2 -X h:3ir$/3i^;i/) -N->i^;i/r^ ■7ai~;i/] -1-Jj>;i/^ 
;i/-2, 3 -i/t Kd- 1 H- 1 -^>yr-fe'i^>-4 (0. 18 
g) $:*«^T^;v-7T:J^i: l/T#fec 

^H-NMR(6ppm, CDCI3) 1.10(3H, t, J=7.4Hz), 2 . 68-2 . 81 (2H , m) , 2.97(3H, s) 
, 3.26-3.38(2H, b) , 3.44(2H, q, J=7.0Hz), 3.54(3H, s) , 3.68-3.73(2H, m) 
, 6.79(2H, d, J=8.8Hz), 7.36(1H, d, J=8.8Hz) , 7.56-7.73(4H, m) , 7.86(1H, 
s), 8.52 (IH, s). 

IR(KBr) v: 2975 , 2876, 1678, 1611, 1503, 1312, 1431, 1292, 1273, 1194, 
1117, 810cib"1. 

[0 0 9 3] 
##M4 9 

1 -•:fu^ - 1 -3j>;i/^;i/- 2, s-s^nKn-iH-i -^oyr-fe'tf >- 4 

-i:])\^'^Z/m:^^)^ (0. 2g) , 4- [N- ( 2 -ni h ^ J/X^;i/) -N-X 

5^;vr^y] :7ai^;i/t5e)^ (0. 4 eg), iMmMiJ') h^H^^WL iz . 2 

ml) , x^ (3. 2ml), h;vx> ( 2 5 m 1 ) (ZJM-^^^rT;^?^ 

(0. 0 3g) Srinx., T;i/^r>#H^TT'— g^agx^;!/ 

//\:^r-b->) -esftiSb. 7- [4- [N- (2 -X b^i/x^;i/) -N-x5^;i/ 
r^J'\ 37a:x;i/] - 1 2 , 3 - S^ti - 1 H- l -'O^/T-^ 
bf >-4 (0. 2 3 g) $:^'feT^;i/"7 T X i: L/T#feo 
^H-NMRCS ppm, CDCI3) 1 . 17-1 . 26 (6H , m) , 2.94(2H, t, J=4.8Hz), 3.42-3.64(8 
H, m), 3.82-3.87(5H, ■>) , 6.78(2H, d, J=8.8Hz) , 7.13(1H, d, J=8.1Hz), 7.4 
7(2H, d, J=8.8Hz), 7.54(1H, dd, J=2.1, 8.1Hz), 7.66(1H, d, J=2.1Hz), 7.7 
5(1H, s), 8.51(1H, s). 
IR(KBr) v: 2973 , 2868, 1709, 1678cm"^. 
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[0 0 9 4] 

mmm 5 0 

7- [4- [N- (2-x h^ixai^;^) -N-x^;uT^y] :7 3i— -1 
-7Jn;v^;1/- 2 , 3 -S/h: Kn- 1 H- 1 v^T-fe*i^>- 4 

(0. 2 3 g) $:^^>^-;i/ (25inl) , THF (25ml) ^C^*^L, 

1 N7K^^i:-:J- h u ^^atk^m (5. 5ml) ^iM:^. m^-v^-mMWLt^o mm 

^;!KT'?5fe#b, Myi^^m-^y^ty^^^x-mmi^r^. 7- [4- [ 

N- (2 -n: h:2^S/n:^;i/) - N -3:^;i/T ^ >^ ] ^^ni— - 1 

2, 3-^t: FD- 1 H- 1 -^>v^T-fe'ii°>-4 -:jtj;i//if>^ (0. 2g) 

mp 182-184TC. 

^H-NMR(6ppm, CDCI3) 1. 17-1.30(6H, m) , 2.97(2H, t, J=5.7Hz) , 3.43-3.65(8 
H, m), 3.87(2H, t, J=5.7Hz), 6.79(2H, d, J=8.8Hz) , 7.16(1H, d, J=8.4Hz) , 

7.48(2H, d, J=8.8Hz), 7.58(1H, dd, J=2.0, 8.4Hz) , 7.68(1H, d, J=2.0Hz), 

7.86(1H, s), 8.54(1H, s) . 
IR(KBr) v: 2973 , 2872, 1682cin~l. 

[0 0 9 5] 
##M5 1 

7 1 _3j^;v^;v_ 2 , 3 -e^t Fa- 1 H- 1 -^>yr-^tf>-4 

-:!57;V3K>m;*5^;i/ (O. 2 5g) , 4- [N-3i^;i/-N- (2-^n7K=^ri/ 

n:f^;i/) T^^] (0. 3 g) , 1 umm^ V ^ M.yif^^m. (2. 

5ml) , X^y-;!/ (2. 5ml) , h;i/ai> (2 5ml) ©M-^^^^rT 

(0. 04 g) $:An^, T;i/rr>#H^TT— BfeJttiiKLfco Sf^^i^ 

^"^y) T'NtiSb, 7- [4- [N-:n^;i/-N- (2 -r^n7i<=^S/:ii5^;i/) r 
^y] :7 3i:^;i/] - 1 -jJ%;i/^;i/- 2, 3 -i^n Kn- i h- i -/<>i/rif tf 
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>-4 (0. 3 1 g) ^B'^:^^ J^i^i^xmr^o 

^H-NI!R(6ppm, CDCI3) 0.93(3H, t, J=7.3Hz), 1.21 (3H, t, J=7.0Hz) , 1.59-1. 
66(2H, n), 2.94(2H, t, J=5.2Hz), 3.39-3.64(8H, m) , 3.82-3.87 (5H, n) , 6.7 
8(2H, d, J=9.0Hz), 7.14(1H, d, J=8.2Hz), 7.47(2H, d, J=9.0Hz), 7.55(1H, 
dd, J=2.0, 8.2Hz), 7.66(1H, d, J=2.0Hz), 7.75(1H, s) , 8.52(1H, s) . 
IR(neat) v: 2942 , 2867, 1709, 1682cm~l, 

[0 0 9 6] 
##M 5 2 

7- [4- [N-x5^;i/-N- (2 -:;^D3j<=^S/:i:^;i/) yai—JV2 - 

I 2, 3 Kn- 1 H- 1 -Ky^J7^\d:>-4 -:*;i/3jO^ 
:j15^;V(0. Slg) $::>l^y-;i/(25ml), THF (25nil) iZ^fi' b 
. 1 NTfcM-^ h y '^A;^^^?^ (Vm 1) ^iJDX., 60'C, 1. 5 ^^^0^^^ 

- [4- [N-x^;b-N- (2-:/n;J<^i/x^;i/) T^^] -1 
2 , 3 -$/h: Fn- 1 H - 1 -^^yrif tr>-4 - ( 

0. 2 9g) ^mn^i^^ni^xmr^o 

■P 169-17nC. 

lH-NMR(6ppm, CDCI3) 0.93(3H, t, J=7.5Hz), 1.21 (3H, t, J=7.0Hz), 1.56-1. 
66(2H, m), 2.96(2H, t, J=5.0Hz), 3.39-3.62 (8H, m) , 3.87(2H, t, J=5.0H2), 
6.78(2H, d, J=8.8Hz), 7.16(18, d, J=8.0Hz), 7.47 (2H, d, J=8.8Hz), 7.58( 
IH, dd, J=2.0, 8.0Hz), 7.68(1H, d, J=2.0Hz), 7.84(1H, s) , 8.54(1H, s) . 
IR(KBr) V : 2967, 2870, 1680cii"^. 

[0 0 9 7] 
##M5 3 

7_ (4-=E;i/j^y 7 >'3iri;i/) - 2, 3 Fn- 1 H- 1 -^^yy-if 

y-4:-ij)\y^ym:^^J\y (0. 7 g) . tf' J (1. 2ml) 5:THF (5 
0ml) lc^;b^L> ^ ^ zy:^J\y^symM7i^m (1. 5g) $:*n;i, ^^#ffl^T 

, 5 ox:, zmm-bamimwhr^o mm^m^i^^ Ti^^im^. af^x5^;i.T'ttmL 
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i?3W$gb, 1 ^ >:^;i/iJ^— 7 - (4 -^;i//i>u y :7x— - 

2, 3 -.:;k: Kn- 1 H- 1 -^>^/T-^tf>-4 -:j57;1/3J<>M^^A (0. 4 

g) $:^^fe*S^i:bT#;^Co 

mp 224-226'C(dec.). 

lH-NMR(6ppm, CXI3) 2.78(3H, s) , 3.05(2H, t, J=5.0Hz), 3.21-3. 26(4H, m) 
, 3.85-3.92(9H, ■) , 6.99(2e, d, J=9.2Hz), 7.50-7.58(3H, m) , 7.63-7.69(2H 
, b), 7.80(1H, s). 
IR(KBr) V : 2953, 1709cbi"^. 

[0 0 9 8] 

5 4 

1 _^^^^;p^ri;i/-7- (4 -^;i/3i>y >':7a:— -2, 3-s;^t:Kn- 
1 H- 1 -/o^Tif t°>-4 -b?7;i/jJ0^^5^;v (0. 4 g) ( 

100ml). THF (lOOml) iC^A^b, 1 N^lK^^t^ h U '^7i^:?K^M ( 

10ml) €:iD;^, mux—mmwvr^. iN7i(.mit-rhv^2^7i^mm (5m i 
) 6 ox:, 1. 5^isinife«#b;to mmh. *$:in^, in^^t- 

^^e/'>AT*^^Lfco 1 -^^>>^.;i/j^-;v-7- (4-^;i/ 

jJnU y :7ai-;i/) -2, 3 Kn- 1 H- 1 -/<>i/T-etf>-4 

>m (0. 3 6g) S^M-fejjg^ilbT^feo 
mp 264-275*0 (dec). 

^H-NMR(8ppm, CDCI3+CD3OD) 2.79(3H, s) , 3.02(2H, t, J=5.1H2), 3.21-3.26( 
4H, m), 3.84-3.92(6H, «) , 7.00(2H, d, J=8.8H2), 7.50-7. 58(3H, «) , 7.64-7 
.68(2H, m), 7.83(1H, s) . 
IR(KBr) v: 2969, 2832, 1671cin"l. 

Anal, calcd. for C22H24N2O5S: C, 61.66; H. 5.65; N, 6.54. Found C, 61.48 
; H, 5.81; N, 6.25. 
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[0 0 9 9] 

m^m 5 5 

7- (4 -a: h^i/-7i-;i/) -2, 3 - >:/ 1: K n - 1 H - 1 - V T-fe*tr> 
-4 -?!j;i/3i<>^;>l^;i/ (0. 25g). hfyi;>(0. 6ml) ^THF (2 

5ml) ^c^§*^L/, :^^yy^;v:^>mMii^'^ (o. 6 7g) Sriax.. Mi^#H^ 
T, 4 0^, -mMmm^i^r^o ^^>:^;i/Ji^>^M:?K# (0. i3g) Sriiin 

T?5ft^L, 7- (4 - 1 - ;l ^ >::^;l/3^^r.;l/- 
2, 3 -S/t: Kn- 1 H- 1 -K>yT-fe'i^°>-4 (0. 1 
4g) ^^^^i^lii:bT#;fc. 
mp 175-181 *C. 

^H-NMR(6pp«, CDCI3) 1.45(3H, t, J=7.1Hz), 2.78(3H, s) , 3.05(2H, t, J=4. 
9Hz), 3.84-3.89(5H, m) , 4.09(2H, q, J=7.1Hz), 6,98(2H, d, J=8.8Hz), 7.49 
-7.57(3H, m), 7.63(1H, d, J=2.2Hz), 7.67(1H, d, J=8.4Hz) , 7.80(1H, s) . 
IR(KBr) V : 2984, 1711cii"l. 

[0 10 0] 
##M5 6 

7- (4 -X h ^i/:7 3i— - 1 ^ 2 , 3-2^'iiKD-i 

H- 1 -^>V^T-lftf>-4 -:;tj;i//K>^;;l5^;i/ (0. 1 4 g ) ^ y ( 
25inl), THF (25ml) tC^*>L/, 1 N h U 'i' A:?K^?8[ (3 m 

1) ^M^. ^u-v-mmwi^tcio mmL. TKSrin;^, i NJ^m-t^pfsmbfe. bi 

^^bfeo ^^5:^*1^. 7- (4-n:hdr>>7ai-;i/) - 1 - ^ i$l >;^;l/3i^- 
;I/- 2 , 3 -s;>'b: Fn- 1 H- 1 -'Oi/r-^tf>-4 -:3tj>n//}c>^ (0. 13 

mp 237-242^; (dec). 

^e-NMR(6pp«, CDCI3) 1.46(3H, t, J=7.0Hz), 2.81 (3H, s) , 3.08(2H, t, J=5. 
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9Hz), 3.89(2H, t, J=5.9Hz) , 4.10(2H, q, J=7.0Hz), 6.99(2H, d, J=8.8Hz), 
7.52(2H, d, J=8.8Hz), 7.58(1H, dd, J=2.0, 8.4Hz) , 7.65(1H, d, J=2.0Hz), 
7.70 (IH, d, J=8.4Hz), 7.91 (IH, s) . 
IR(KBr) v: 2984, 1669cm~^. 
[0 10 1] 
5 7 

7- [4- (2-:il h^lr^X h:^e/) -2, S-i^tFD-lH-l 

-'<>V^T-^tr>-4 -?!7;i/#>^:*^^^ (0. 2 5g) , VfViPy (O. 5m 
1) SrTHF (30ml) iZ^ti'V. ^ ^ >:^;i/3i>>^4ff7K«^ ( 0 . 6 g) §:iD 
;i, M^#H^T, 5 or, -HfeAD^M#L;tc ^ ^Jf >x;i/JiN>lEM7Kife> ( 0 . 
Ig) SrMiDb, SOTC, 2^Kinl^^^L:fec TKSrin;^, mm 

it^x^;i///\:^i?-» -xzmmi^. 7- [4- (2 -X h^$/x h^i/) >'3ix 
- 1 -:jl^>>5.;i/7iNx;i/- 2 , 3 - t^t Kd - 1 H- 1 -^>yrif >- 
4 -;t;;i/;J<>m^^;^ (0. 13g) Sr^H^^Si: bT#y£:o 
mp 143-146'C. 

^H-NMR(6ppm, CDCI3) 1.27(3H, t, J=6.9Hz), 2.78(3H, s) , 3.06(2H, t, J=5. 
2Hz), 3.63(2H, q, J=6.9Hz), 3.81-3.89(7H, ■) , 4.19(2H, t, J=4.9Hz), 7.03 
(2H, d, J=8.8H2), 7.49-7.57(3H, ■) , 7.64(1H, d, J=2.0Hz), 7.68(1H, d, J= 
8.4Hz), 7.81(1H, s). 
IR(KBr) v: 2932, 2872, 1709cin"^. 
[0 10 2] 

m^m^ 8 

7_ (2 -X h^$/x b^^/) :7aix;i/] - 1 -^^>:^;i//}>x;i/- 2 , 
Fn- 1 H- 1 -/<>v^Tif ti°>- 4 -:ij)Vi^ym:^^}V (0. 1 3 g 
) J-ZV (20ml), THF (20ml) tC^^^b, 1 NTK^'ffc-^ h U 

^j^Ti^mm (3ml) $:io^. ^ux'-mmnLt:^o mmv. yi^^^m^. iNia 
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) y^L-jvl - 1 -^^>x;i//f^-;i/-2, 3 -s^'t: Kn- i h- i -/<>v^r 

-g't°>-4 (0. 12g) $:i?g^fe^B^h LT#7^o 
■P 222-225^:. 

lH-NMR(6ppm, CDCI3) 1,27(3H, t, J=7.1Hz), 2.81 (3H, s) , 3.08(2H, t, J=5. 
IHz), 3.63(2H, q, J=7.1H2), 3.81-3.91 (4H, m) , 4.19(2H, t, J=4.8Hz), 7.03 
(2H, d, J=8.8Hz), 7.52(2e, d, J=8.8Hz), 7.57(1H, dd, J=2.2, 9.0Hz), 7.64 
(IH, d, J=2.2Hz), 7.67(1H, d, J=9.0Hz) , 7.90(1H, s) . 
IR(KBr) V : 2978, 2872, 1694, 1669cm"l. 
[0 10 3] 
5 9 

7- [4- (3 -3ih^ixyn/K=^t/) -2, 3-i^t:KD-iH- 

1 -^>yT-fe'tf>-4 (0. 4g), yfvi^z/ do. 75 

ml) $:THF (3 5ml) iZ^iJ^V. ^ ^ >:^;i/3l>>^M>?K*^ ( 0 . 9 2 g) 

^iax. mmmm^r. mu-v-mmnvtco :^^>^)\y^ymim7i<^m (o. 2 
5g) sriiinL, 5 01c. -muammwi^t^o mm^^^i^^ ti^^mpl. mm:r. 

^x5^;i//^:5r'9-» TmmV. 7- [4- ( 3 -a: h ^S/-;^n d<^i/) 

4 -:3J7;i/3}C>^:ji^;i/ (0. 26g) ^mn^^^ni^rmtco 

mp 127-129*0. 

^H-NMR(6ppm, CDCI3) 1.22(3H, t, J=7.0Hz), 2.02-2. 15(2H, m) , 2.78(3H, s) 
, 3.05(2H, t, J=5.5Hz), 3.51 (2H, q, J=7.0Hz), 3.62(2H, t, J=6.2Hz), 3.85 
(3H, s), 3.86(2H, t, J=5.5Hz), 4.12(2H, t, J=6.2Hz), 7.00(2H, d, J=8.8Hz 
), 7.51 (2H, d, J=8.8Hz), 7.55(1H, dd, J=2.2, 8.4Hz), 7.63(1H, d, J=2.2Hz 
), 7.67(1H, d, J=8.4Hz), 7.80(1H, s) . 
IR(KBr) v: 2951, 2872, 1711cid~^. 
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[0 10 4] 

##M 6 0 

7- [4- (3-aDh^i/>^D/i<^i/) :7acn;i/] - 1 -^^>^;L'*;:^;i/-2 
, 3 KD- 1 H- 1 vr-fe*fer>-4 (0. 22 

g) 5:^^ (25ml) , THF (25ml) iZ^tf^h. 1 Nyf^m^t^h 

v^2^7i<.mm (5ml) $:An;t, ^wv-mmwhtc. mmi^. in 

eg^v^:^^i/'i/AT'fgi^bfco mm^m^h. 7- [4- o -oih^syynjK 
:j^i/) - 1 2 , 3 Kn - 1 h- 1 

yrifl^>-4 -553;i/2K>^ (0. 23g) Sr^^-fe^^^l Lx^^y^o 
mp 210-212TC. 

1h-NMR(6ppb, CDCI3) 1.22(3H, t, J=7.2Hz), 2 . 03-2 . 15 (2H , m) , 2.81 (3H, s) 
, 3.08(2H, t, J=5.5Hz), 3.52(2H, q, J=7.2H2), 3.63(2H, t, J=6.0Hz), 3.89 
(2H, t, J=5.5Hz), 4.13(2H, t, J=6.2Hz), 7.00(2H, d, J=8.8Hz), 7.52(2H, d 
, J=8.8Hz), 7.57(1H, dd, J=1.8, 8.4H2), 7.65(1H, d, J=1.8Hz), 7.69(1H, d 
, J=8.4Hz), 7.91 (IH, s). 
IR(KBr) V : 3036, 2870, 1671cb"^. 

Anal, calcd. for CggHgyNOgS: C, 62,00; H, 6,11; N, 3.14. Found C, 62.17; 
H, 5.99; N, 3.17. 
[0 10 5] 
##M6 1 

7_^p.£_l, 2, 3, 4-5=-h^t Kn- 1 -^>^/Tiftr>-5-:^> ( 
0. 6 8g) ^mm^:^^)^ (15ml) lC^*^b> -T h V ^ 2^:^ h^iy \^ (0 

. 9 2g) i&inx, mmnm^r. smmmmLt:Lo i^TK^t^ic^a^. iNmm^ 
^y^- (Bf^x^;i'//\^-b-» x^mmi^^ ^jt-fe:t-r;i/ (0. 8 8g) 

fee THF (3 0ml) Ti^mit^^^t^M^ h V ^ 2^ (0. 1 g) S:-4 

O-CT'iftD^fco S6)JC;*^?y-;P (3 ml) $:?gTb, - 1 5 "CT* 1 ^r^«# b 
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fiiSS?^^:t^e/'^7i:.%:MV^T^^^Lfeo ^^$:®5feb, m^^THF ( 2 5 m 1) 
JC^;?)^b, hUx^;i/T^> (0. 7 ml) 5:^11;^. ^?^T. i^'fb:?^ ^ 

(0. 6 ml) ^mrvr^. mmmm^r. mux^-mmw^^ dbu (2 
. smi) ^mux-mrh. 3 o^mmmvr::.^ mm^m^i^^ 2K$:inx., mm 

if^3:^;i//^^-9->) 7 -:/n^- 1 h^i>:^7;i/3K— 2 , 

3 -e^t: KD- 1 H- 1 -'<>yT-^tr>-4 -:3!j;i/3jo^^^;i/ (o. sg) 

mp 135-136^;. 

^H-NMR(6ppin, CDCI3) 2.92(2H, t, J=5-lHz), 3.70(2H, br) , 3.74(3H, s) , 3. 
82(3H, s), 7.26(1H, br) , 7.42(1H, dd, J=2.2, 8.4Hz) , 7.56-7.57 (2H, m) . 
IR(KBr) v: 2951, 1713cm"l. 

Anal, calcd. for C^^H^^BrNO^: C, 49.43; H, 4.15; N, 4.12. Found C, 49.53 
; H, 4.08; N, 4.06. 
[0 10 6] 
6 2 

7 -:/n^- 1 b^$/:^!7;v3i?-;v- 2 , 3-i^\i Kn- 1 H- 1 -^y\rr 

•^If >-4 (0. 3 g) , 4 -=^?V:^V J y i 
0. 22g). IM^mitjV ^J^Ti^^m i2. 5ml) . oi^ y (2. 5m 

1) , (2 5ml) <Dm^^^rjv:^y^m%-r. ^ux-s o^mmw 

Vtca T^h^^^ ( hi> :7 3:-;i/j^:^7>f >) (0. 0 4g) ^MX 

vi}^)vitj^j^^u'^h^'^y^- mm:^^jv/^^i)-y) xmmv. i-^ 

h^S>;b;i/7i<n;i/- 7- (4 -^/l^sV J -7 -2, 3-S;?t:Ko-lH 

- 1 -/oyrif i^>-4 (0. 3 1 g) ^^M'^^^t.L 
xntc.. 
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mp 216-220'C(dec.). 

^H-NMR(6ppm, CDCI3) 2.94(2H, t, J=5.4Hz) , 3.20-3.25(4H, m) , 3.75(2H, br 
), 3.76(3H, br), 3.83(3H, s) , 3.87-3.92(4H, m) , 6.99(2H, d, J=9.0Hz), 7. 
39(1H, br), 7.50-7.55(3H, n) , 7.60(1H, s) , 7.73(1H, s) . 
IR(KBr) V : 2953, 1713cm"-^. 

Anal, calcd. for C24H2gN2O5-0.2H2O: C, 67.65; H, 6.25; N, 6.57. Found C, 
67.50; H, 6.10; N, 6.58. 
[0 10 7] 

6 3 

- (4 U y -2, 3-s;?tKo 

- 1 H - 1 -^>\rr'^\^zy-4.-itjjv^ym:^^j\^ (o. sig) 

;i/(4 0ml), THF (6 Oml) ^C^*^L/, 1 N :^mit'^ h V ^ J^:^mWL i 
5ml) ^ija^. m^X'-mmWh^o 1 NTKm-fb^^b V ^i^:?K^M (2. 5m 

1) ^mtah. mux-mmwi^t^. mmL. i NJs^T?tt>fabfe„ ^mb:^^ 

TKgfeL/. 1 h^i/:3ij;i/3l?-;i/- 7 - (4 -^;i/;J> 'J y 
-2, 3 -s^n Kn- 1 H- 1 -'<>yT-^tr>-4 -:j!j;i/3j?>^ (0. 29 g 

mp 274-2791C(dec.). 

^H-NMR(6ppii, DMSO-dg) 2,78(2H, t-like), 3.16-3. 18(4H, m) , 3.60(2H, br) , 
3.66(3H, s), 3.75-3. 77(4H, m) , 7.03(2H, d, J=8.6Hz), 7.40(1H, d, J=8.4H 

2) , 7.58-7.69(4H, a), 7.79(1H, s) , 12.65(1H, br) . 
IR(KBr) v: 2969, 1705, 1678cm~^. 

Anal, calcd. for C23H24N205-0.5H20: C, 66.17; H, 6.04; N, 6.71. Found C, 
66.15; H, 5.74; N, 6.68. 
[0 10 8] 

6 4 

4- (4 --^^D^- 2 -3j>;i/^;i/7a:-;i/) T^^^^X^A (3.16g) M 

hi/;i/^nUF (2.88g) $:tfUi^> (lO.Omi) izmM^-^^ ^(DU^^^^ o 
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1 1 — 170345 

T> ^^S:S/U7!3^f;b:j!j^A^^OVht5^^:7-f - (150g. y\^Vy:WF 

^X5^;i/=6 : 1-^4 : 1) Xmmi^> 4- (4 - ^- 2 -^-n;!/^ 71/ xri 

A) -4- C (4 -;)^^;v7x-;i/) r ^ J UWi^^'f' )\y (i.47g, 3 

IX) S:5^^&:*->f;i/i:bT#Jtc 

NMR (200MHz, CDCI3) 6 1.23 (3H, t, J=7.0Hz), 1.77 (2H, quint, J=7 
.2H2), 2.35 (2H, t, J=7.1H2), 2.45 (3H, s) , 3.27-3.38 (IH, m) , 3.88-3.96 
(IH, m), 4.09 (2H, q, J=6.9Hz), 6.60 (IH, d, J=8.6Hz) , 7.29 (2H, d, J=9 
.2Hz), 7.44 (2H, d, J=8.4Hz) , 7.59 (IH, dd, J=8.5, 2.5Hz), 8.15 (IH, d, 
J=2.6Hz), 10.35 (IH, s) . 

IR (KBr) 1732, 1694, 1474, 1377, 1350, 1184, 1163, 723, 655, 579 cm~^ . 
[0 10 9] 
6 5 

4- (4 -3^D^- 2 -/J>;i/^>fl/37 3:— 71/) -4- [ {4 - JWP 
>?.;i/7}Nn;i/] r^^UM:^^J\y (1456iBg) -zf^ J '-/\^JSLXfh/\^:^y<^%'^ 
(l:10> v/v, 66.0inl) mUX' t - h ^ V ^ 2^ (384mg) 

>f)\,fi=yX^^U'^V^'yV>{- (75g, ^^if > : g^g?n:5^;i/= 6 : 1) 

7_-fp:e_l_ [ (4 - 7.)\/i^—M -2, 3-^'b:K 

□ - 1 H- 1 -^>XTiflf >-4 -5!j;i'3K>^X^;b (413«g. 30%) $:^I^T 

^H NMR (200MH2, CDCI3) 6 1.29 (3H, t, J=7.2Hz), 2.35 (3H, s) , 2.86 ( 
2H, td, J=5.8, 1.4Hz), 3.87 (2H, t, J=6.1Hz), 4.19 (2H, q, J=7.1Hz), 7.1 
3 (2H, d, J=8.0Hz), 7.15-7.19 (IH, m) , 7.39-7.55 (5H, m) . 

IR (KBr) 1709, 1485, 1350, 1246, 1194, 1163, 1090, 710, 696, 662 cm"^. 
[0 110] 
##M 6 6 
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4- (4 -^;i/3jxU y ) (278mg) hll --fU^- 1 - [ (4 

>?.;i/5}n-;1'] -2, 3 kd- 1 h- 1 -/<>xr-€ti° 

>-4 -:;!3;iy/J?:y^Ji^;i/ (403mg) : :ni5? y : h;i/ai> (1:1:1 
0. v/v, 18.0-1) IC^fiS^-B:, i^^^ljU':?^ (297«g) S:fiDx.fc= 3<Z)?1-^^S: 

J-^^V^^ (4lmg) ^i0x-, T;v:3">#H^T"T? 1 3 ^r^lM^S^f^^ b:feo M/S 

A^7nTh^^:7>f- (45g, : i^|g3:^;i/=4 : l->3 : 1) l^mm 

1 - C (4 ^;i/:f}N-;i/] -7 - [4- (4-^;i//iNU>' 
) :7jin;i/] -2, 3 -^^b: KD- 1 H- 1 -^>Xr-^tf>-4 
:n^;V (460iig, 96X) ^r^fei^Si: bT#fco 

NMB (200MHz, CDCI3) 6 1.30 (3H, t, J=7.2H2), 2.34 (3H, s) , 2.87 ( 
2H, t, J=5.3Hz), 3.23 (4B, t, J=4.9Hz), 3.90 (4H, t, J=4.8Hz), 3.90-3.95 
(2H, m), 4.20 (2H, q, J=7.1H2), 6.99 (2H, d, J=9.0Hz), 7.12 (2H, d, J=8 
.2H2), 7.36 (IH, s), 7.45 (2H, d, J=8.4Hz) , 7.53 (2H, d, J=8.6Hz), 7.46- 
7.68 (3H, m). 

IR (KBr) 1705, 1609, 1493, 1348, 1233, 1161, 1123, 1092, 932, 818, 671 
[0 111] 

m^me 7 

7- [4- (4 -^;i/*;U y) -2, 3 -i/h: Kd- 1 H- 1 

>XT'^l^>-4 (369mg) ^THF (10.0ml) {zmM^-^ 
, ifVi^> (O.llMl) RX^yt^JV^UV K (0.086ml) ^^il^n^URXJ^ 0 

DfSio mm^mmr. m^v. i-r^^ji-i - [4- (4-^;I/;i^u y) y 
-2, 3 KD- 1 H- 1 -^>XT-^tr>-4 
(400mg. 97%) $:^^fer^;i/:7T:^i: bT#fc„ 
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4#5p 11 — 170345 

NMR (200MH2, CDCI3) 6 2.05 (3H, s) , 2.74-3.19 (3H, m) , 3.24 (4H, 
t, J=4.8Hz), 3.83 (3H, s) , 3.90 (4H, t, J=4,8Hz), 4.73-4.85 (IH, m) , 7.0 
1 (2H, d, J=8.8Hz), 7.23 (IH, d, J=8.2Hz), 7.54 (2H, d, J=8.8Hz), 7.51-7 
.56 (IH, m), 7.67 (IH, d, J=1.8Hz), 7.74 (IH, s) . 

IR (KBr) 1709, 1659, 1609, 1497, 1389, 1233, 1123 cm"^. 
[0 112] 
6 8 

1 7 - [4- (4-^;i/j^uy) •7aL—jv:\ -2, 3-e;t:Kn 

_ 1 H- 1 -'OXriftf>-4 (394iiig) ^THFRXfx. 
^ J -J^^Om^^^Wk (1:1, v/v, lO.O-l) INTK^^C-t-bU'i/ATK 

mwL (s.omi) ^Mx. ^is^ei 2^im«^bfco 1 NJsgss:iD;tT, mm.w^ 

. mWk^mBrf. ®5Sb, i-Ti2^;v-7- [4- (4 -^;i/:}^y y) •y:sL- 
-2, 3-i^-iiKn-l H-l-'<>XT-^tf>-4-:ij;i/3i<>^ (372iiig 

. 98%) ^r^^-fe^^iiLT^fc. 

NMR (200MHz, DMSO-dg) 6 1.95 (3H, s) , 2.75 (3H, br) , 3.17 (4H, t, 
J=4.7Hz), 3.76 (4H, t, J=4.8Hz) , 4.54 (IH, br) , 7.03 (2H, d, J=8.8Hz), 
7.46 (IH, d, J=8.2Hz), 7.63-7.72 (4H, ■) , 7.88 (IH, s) . 
[0 1 13] 
6 9 

y> (247. 8g, 1.30bo1) T H F (500ib1) ^C^«?S^^, tT 

V (205. 7g, 2.60inl) i: h □ U K (260. 2g, 1.37mol) ^^M'e-^'tl 

(348. og) S:#3t. -©^KSri^^ic^asrbTN- he/;i/r:y h^-;i/®?^^ 

;i/ (32. 4g) $:#fec llX«380.4g (96%) „ 
mp lll-112t:. 
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NMR (CDCI3, 200MHz) 5 2.36 (3H, s) , 3.88 (3H, s) , 7.03 (IH, td, J= 
7.6, 1.7Hz), 7.22 (2H, d, J=8.0Hz) , 7.45 (IH, td, J=7.9, 1.5Hz), 7.67-7. 
78 (IH, ■), 7.75 (2H, d, J=8.4Hz), 7.92 (IH, dd, J=8.0, 1.6Hz), 10.63 (1 
H, brs). 

IR (KBr) 3173, 1688, 1493, 1260, 1161, 1090, 567 cm"^. 
[0 1 14] 
##M7 0 

N- htyJ\yr>h^-)Vm:f^'f'}\y (lOOg, 328iimio1) JSLXfrnm-^ h V ^ (29. 
6g, 361mmol) ^8 5 %mm^W. (1000ml) T'^^$-^, ^UX^MM (21.0nU 4 

08i»iiioi) <D8 5%mmmm doomi) ^mri^t^o u^m^i ox^xzmrsmi^ 
vt=.o ^yir}^m-^hv^j^5 7i^m'^^^^-eta^. mm(DMm^Mjtiyt:L, m& 

yh^=-Jvm^^J\y (Il6.6g) ^mr^o «?S$:l^#tcj^tSLT5-:/n^-N- 
hi/J\^r>h^—?vm:f^'^^ (6.9g) JDt*123.5g (98X) „ 

BP 123-124TC. 

NMR (CDCI3, 200MHz) 6 2.38 (3H, s) , 3.89 (3H, s) , 7.24 (2H, d, J=9. 
2Hz), 7.53 (IH, dd, J=8.8, 2.2Hz), 7.61 (IH, d, J=8.6H2) , 7.73 (2H, d, J 
=8.0H2), 8.03 (IH, d, J=2.2Hz), 10.52 (IH, brs). 
[0 115] 

##M7 1 

4-zfU:^^t/y3L=.A^:i^^Wl (746ing) i:7-:/D^-l- it-zfh^t/ 

;5j;i/3j?-;i/) -2, 3 -s^n Kn- 1 H- 1 -'^>XT'fe'bf>-4 -*;i/3K>^ 
j^'^/l (1320iag) $:7K : oc^ 7 : h;i/a:> (1:1:10, v/v, 42.0ml) 

lC^M$-&, ^mi^V^A (1145mg) ^M:^f^. :i®M-^^$:r;i/:^>#H^r 
, O^rSmniy. T^S^^^hU 7a:::=.;i//^5:J^>'>f ^^N'^^-^A (I6O111 

g) r;i/rr>#H^TT'i 4, 5^i^in^3g^s$:Lfco ^mm^mtrm 
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ff'y-y^- (75g, ^^•t?-^ :Bf^x5^;i/=3 : 1) T'^^L. 1- (t-:/h 
^iyi^)\yi!^-Jf[^^ -7- (4 D/K^S:^:? xn;i/) -2, s-s^'tKn-lH 
- 1 -/<>>CT-^'t°>-4 -;tj;i/3i<>^^^;i/S:MfeT^;i/:7T;^^i LT^tfco 

(t ->^h=^->:;!j;i/JKn;i/) -7- (4 - >^D4<:^ri/ v'o:-;!/) - 
2, Z-V\L Kn- 1 H- 1 -'<>XT-^tr:y-4 -:3!7;i/3K>^;*^;i/$:g^^3i 
(SOml) tC^«f$-B:, 6NJ^^ (20nl) -^-OM-a-^^S: 1 O 0 

T, #e>tlfe^S$:Sf^3:^;i//^^-9->T-«fe#L. 7- (4->^D7i< 

dpi/:7:n— -2, 3 - 1 Fo - 1 H - 1 - ^>:XT-fe'tf > - 4 - 

(947ing) $:ltfe^^i:bT^;fco mm^i^VitjJfj]^:^ 
^j^^u-^hif^-p^ - (i5g, ^^p-i?-:y : It^ai^;i/=4 : 1) x-mmv. B 

(147«g) JR4l094mg (94X) » 

mp 134-137X:. 

NMR (200MH2, CDCI3) 6 1.05 (3H, t, J=8.1Hz), 1.83 (2H, sextet, J=7 
.OHz), 2.88 (2H, t, J=4.4H2), 3.40 (2H, t, J=4.8Hz), 3.81 (3H, s) , 3.96 
(2H, t, J=6.6Hz), 6.67 (IH, d, J=8.4Hz), 6.90-6.98 (2H, m) , 7.32 (IH, dd 
, J=8.4, 2.2Hz), 7.45 (2H, d, J=8.4Hz), 7.46 (IH, d, J=1.8Hz), 7.73 (IH, 
s). 

IR (KBr) 3384, 2963, 1698, 1609, 1499, 1269, 1242, 1209, 1177, 818 en" 

1 

Anal. Calcd. for C21H23NO3 (G.lHgO additive): C, 74.36; H, 6.89; N, 4. 
13. Found: C, 74.31; H, 6.81; N, 4.10. 
[0 116] 
7 2 

(0.3201) ^MTi^^Wm (0.65inl) iZOX^X^tQ^. 6 0 °C V 2 mmMW t=. 
„ ^'i^Vr:^^. THF (lOml) -e^^LT^o 7- ( 4 - t/ 7 ;i/) - 
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2, 3 -i/'t: KO- 1 H- 1 -^>Xriftf>-4 (520ing 
) $:THF (lOml) tC^^^ii:. $fclCi^SgLfc=¥^»#lT H F^?SlC 0 "C-efg 

^$:i^^ai^;v//\^-t?->-e^#b> 1 -/Jx;!/^;^- 7 - (4 - >^n:K^^' 
— -2, 3 -s;t: Fn- 1 H- 1 -^>Xrifif>-4 -7!j;i/;J<>^^^;v 

(563mg) Srafe^ai: bT^iifeo 

mp 151.5-153X:. NMR (200MHz, CDCI3) 6 1.07 (3H, t, J=7.5Hz), 1.85 
(2H, sextet, J=7.1Hz), 2.92 (2H, t, J=5.1H2), 3.84 (3H, s) , 3.85 (2H, t, 
J=5.5H2), 3.98 (2H, t, J=6.6Hz) , 6.98-7.02 (2H, m) , 7.17 (IH, d, J=8.0H 
z), 7.48-7.54 (2H, m) , 7.56 (IH, dd, J=8.2, 2.2Hz), 7.68 (IH, d, J=2.0Hz 
), 7.76 (IH, s), 8.53 (IH, s) . 

IR (KBr) 1709, 1678, 1497, 1358, 1236, 1192, 824 cin"^. 
Anal. Calcd. for C22H23NO4: C, 72.31; H, 6.34; N, 3.83. Found: C, 72.3 
5; H, 6.45; N, 3.83. 
[0 117] 
7 3 

7- i4-':fU:^^^y 3L—J]/) -2, 3 - t?t Kn- 1 H- 1 -^>XT-^ 
lf>-4 (431iiig) ^THF (15.0inl) lzmM^^> 

y (i.omi) ^M^. THF (5.0ml) izmMhtc-^ ^ > :^/\y^^ymMyi<^m (1.11 
x-mwh. 1 -^^;i/>^;i/>J^-;i'-7- (4 -:;^njK^i/7 3i-;i/) -2, 3- 

i/fc Fn- 1 H- 1 -'^^XTif li°>-4 -;*7;i/7K>'^^^;i/ (238iHg) ^fi^i 
15g, /\:3|r-9-> : Sf^3i^;i/=2 : 1) XnmV. Bfi<f#?«:#fco m^tltcl- 

^5^;i/;^;i/3Jn-;i/-7- (4: -•:fu^^iyy ^—jv) -2, s-^^tFn-iH 
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(D^^^^m (i:K v/v, 401111) ic?§^$-&, iN7i(.mit-f-hv^j^7i^mm (14. 0 

mm^mmizbt^^. »m:ii^;^T-ttmbfco ^^S$:7K;S:t;^^fn:^m7K 

-^U/K^i/ ^'x:^;!/) -2, 3 -$/t: Kn- 1 H- 1 -/0:Xrif tr>-4 - 
;ij;i/3i?>m (273iiig, 53%) ^B^mmilVXmt^. 
mp 261-263^: (dec.). 

NMR (200MH2, DMSO-dg) 6 1.00 (3H, t, J=7.3Hz), 1.76 (2H, sextet, J= 
7.0Hz), 2.91 (2H, t-like), 3.08 (3H, s) , 3.71 (2H, t-like), 3.98 (2H, t, 

J=6.6Hz), 7,02 (2H, d, J=8.6Hz), 7.51 (IH, d, J=8.4H2), 7.61-7.65 (IH, 
m), 7.67 (2H, d, J=8.8H2) , 7.75 (IH, s) , 7.86 (IH, d, J=1.4H2). 

IR (KBr) 1669, 1499, 1435, 1341, 1273, 1248, 1144 , 970 , 824 , 787 cid"^. 

Anal. Calcd. for Cgj^HggNOgS (O.2H2O additive): C, 62.27; H, 5.82; N, 3 
.46. Found: C, 62.17; H, 5.87; N, 3.45. 
[0 118] 
7 4 

1 7 - (4 - >''D7j<^i/>'a:-;i/) -2, 3-i;?tKD-iH- 
1 -/<>XT-fe'tf >- 4 (501mg) HF RXf^L^ J - ;v 
(Om-^^^m (1:1. v/v, 24.0ml) lC^fi?Si±, I N yii.mit'^ h V ^ J^Ti^^WL (15 

M^x. mm^mmizvt:!^. s^^:i:5^;i/Tttmb^<. mmm^yi^MmnQikm. 

U-^^iyyai-Ay) -2, 3 - S/'fc Kn - 1 H- 1 -'^^XT-^tf^- 4 
:^>m (482mg) afe^Si: LT#;t„ 
mp 215-2171C . 
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NMR (200MHz, DMSO-dg) 6 1.03 (3H, t, J=7.4Hz), 1.71-1.84 (2H, m) , 2 
.79 (2H, t, J=5.4Hz), 3.75 (2H, t, J=5.6Hz) , 3.98 (2H, t, J=6.5Hz), 7.00 
(2H, d, J=8.8Hz), 7.34 (IH, d, J=8.4Hz) , 7.59-7.65 (3H, m) , 7.73 (IH, s 
), 7.82 (IH, d, J=1.6H2), 8.53 (IH, s) . 

IR (KBr) 1701, 1682, 1644, 1501, 1366, 1294, 1256, 1233, 1186, 820 cm" 

1 

Anal. Calcd. for CgiHgiNO^: C, 71.78; H, 6.02; N, 3.99. Found: C, 72.0 
8; H, 6.12; N, 4.06. 
[0 119] 
7 5 

A -:sLh^i/- 3 - yjvyfuy 3L—jv:^^Wl (754Bg) t:7 --fwe- 1 - ( 
t -^b^s/;?7;i/iJ?-;i/) -2, 3 Kci- 1 H- 1 -^>XTiftr>-4 

(1305mg) ^tK : 31^ : h>n/3l> (1 : 1 : 10, v/ 

V. 42.0ml) izmm^-^. ^^^fjU'^A (1132mg) $:iinX-fcc ^(DM^%^r)V 

V^hs (158irig) ^MX. T/l/ir>#H^T'ei ONflSin^MSfe^rbfco MJS^ 

ifU^V^'yV^- (75g, : if^x^;i/=4 : 1) T'WS^b, 1- ( 

t h^i/55j;i/3j^— -7- (4-aih^S/-3-:7;i/:^-D7a::^;i/) -2 
, Z-V\^ Kn- 1 H- 1 -/<>XTif tr>-4 -:^j;i/3K>^:>t^;i/$:M|6lT^ 
;i/7TXhLTf«7to #e>tl7tl- (t h:^^/;^?;^^^;!/) -7- (4-X 
h:JS^t/-3-:7;i/;rn7 3i-;i/) -2, 3 - Kd - i H- i -/^>XT-fe'if 
>-4 -;{7;b3i?>^;*^;i/?:Bf^:i:^>'l/ (80ml) lc^«?S'tir, 1 (15ml) 

^JVi^^Ms^U-^h^'^y^- (50g, ^^-^y :mWi:^^J^=Q : 1-^4: 1 
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-»2 : 1) X'mmiy> 7- (4 -:3ih^iy- S -yjV:^Uy aL-)V) -2, 3- 
S/'H KD- 1 H- 1 -^>Xr-fe'bf>-4 (1007mg, 86%) 

mp 134-137°C. 

NMR (200MH2, CDCI3) 6 1.47 (3H, t, J=7.0Hz), 2.89 (2H, t, J=4-4H2) 
, 3.41 (2H, q, J=4.8H2), 3.81 (3H, s) , 4.14 (2H, q, J=7.1H2), 4.63 (IH, 
brs), 6.67 (IH, d, J=8.2Hz), 6.94-7.03 (IH, ■) , 7.19-7.31 (3H, m) , 7.44 
(IB, d, J=2.2Hz), 7.71 (IH, s) . 

IR (KBr) 3385, 1696, 1624, 1503, 1478, 1435, 1312, 1292, 1235, 1211, 1 
173 cm"l. 

Anal. Calcd. for C^qR^O^^^S' ^' 70.37; H, 5.91; N, 4.10. Found: C, 70. 
35; H, 5.73; N, 4.03. 
[0 12 0] 
7 6 

(0.31ml) ^Myi<^Wm (0.63ml) izox^X'MX^ 6 0 x: 1? 2 Nf^Jt^ b :^ 

„ THF (10ml) T'#i^Lfco 7- ( 4 - 31 h ^ - 3 - >';i/:r D 

-731— J]/) -2, 3 -^"t FD- 1 H- 1 -^>Xr-fe*l^>-4 

^/l (510mg) $:THF (10ml) iZ^M^-^. 5fetC^$gbfc^^M>*c4^T H 

n^acn;!/) - 1 2. a -j^n kd- i h- i -'OXTif 

4 (490mg, 89%) SfeM^ bT#feo 

mp 126-127. SX:. 

NMR (2OOMH2, CDCI3) 6 1.49 (3H, t, J=7.0Hz), 2.95 (2H, td, J=5.5, 
I.IH2), 3.83-3.88 (2H, m) , 3.84 (3H, s) , 4.17 (2H, q, J=7.1H2), 7.05 (IH 
, t, J=8.7H2), 7.19 (IH, d, J=8.0Hz), 7.28-7.37 (2H, m) , 7.54 (IH, dd, J 
=8.2, 2.2Hz), 7.66 (IH, d, J=2.2Hz), 7.75 (IH, s) , 8.54 (IH, s). 

10 5 aiiE# 2000-3029963 



# 1 1—17 0 3 
IR (KBr) 1707, 1674, 1501, 1269, 1236 cm~^ . 

Anal. Calcd. for Cg^HgoFNO^: C, 68.28; H, 5.46; N, 3.79. Found: C, 68. 
18; H, 5.52; N, 3.70. 
[0 12 1] 

7 7 

7- (4 hdr^- 3 -■7;i'5rD -7:11— -2, 3-^t:Kn-lH-l 
-'<>>CT1ftr>-4 -:;b;i/JJOM^^;v (345iDg) $:THF (10.0ml) {Z^m 
try^> (0.82ml) S:AD;t, THF (5.0ml) ici§«¥L/:fe:ji >:^;i/jJ^> 

iemtk^ (880mg) ^^wvM^t^o m.^<m^^w^s 1 . 5m^Mwvr=.o is. 

j^^$:i^^3:^;i///\^'9->T'Sfe?!^b, 7- (4 -X b:^rS/- 3 -:7;i/:rn7a: 

II ;i/) - 1 -^^;i/:^;v7Jn-;v- 2, 3 ->:^ii Kd - i h- i -K>xr-fe*tr> 

-4 (193mg) Sra-fe^^i: bT#fe„ 

^i/Vit}^JVi:}^J^^U'7h^'^y-f- (15g, 'X^Jp-y-^ : B^^X^;i/=3 : 1 

;i/) - 1 -7^^>>i/x;vjh~;i/- 2, 3 - i^'t: Kn - i H- i -'OXT-^tf >- 

lO.Oml) lC^iS?$-&. 1 N7ii.mit-f- h U "^7 (3.6ml) SriOX., ^IS'e 1 

^x^^iz/'N^-y-^-^Sfeli^U. 7- (4 -xh^i/- 3 -7;i/:4-n7aix;i/) - 
1 -;»l^A'>?.;i/3J^x;v- 2, S-i^t: Kn- 1 H- 1 -'OXT-fe'tf^- 4 
(213mg. 5235) ^1^^^^t.LXmt:i. 
mp 237-239'C. 

NMR (200MHz, DMSO-dg) 6 1.38 (3H, t, J=7.0Hz), 2.90 (2H, t, J=5.4H 
z), 3.09 (3H, s), 3.70 (2H, t, J=4.8Hz) , 4.16 (2H, q, J=7.1Hz), 7.23 (IH 
, d, J=8.9H2), 7.50-7.56 (2H, m) , 7.63-7.71 (2H, m) , 7.76 (IH, s) , 7.94 
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(IH, d, J=1.6Hz). 

IR (KBr) 1686, 1669, 1622, 1499, 1350, 1271, 1150, 970, 801, 783 cm"^. 

Anal. Calcd. for C20H20FNO5S (O.3H2O additive): C, 58.47; H, 5.05; N, 
3.41. Found: C, 58.50; H, 4.94; N, 3.44. 
[0 12 2] 

##M7 8 

7- {4 -3ih^iy- s --7 jvytuy - 1 2, 3-2;>t: 

Kn- 1 H- 1 -^>>CTif tf>-4 (441mg) ^THFR 
rFoi^ J -J^CDm-^mm v/v, 20.0inl) lC^#?$i±, 1 NTK^^fb"?- hV^ 

atk^m (12.01BI) ^m^. mu-vi emsmwhtco Rj^m^mi:^=Fmmiy 
, iNm.m^m^x. ^m^mmzvtc^. s^mx^;i/T'ttmL3to mmm^yi<^ 

JET. -^^L, m^tir^m^^mm:^^j\^x^^-^yx'm^v. i- (4-3ih 

^i/- 3 -7;i/:tD:7a:n;i/) - 1 -jJn;!/^ 2 , 3 - Kn - 1 H- 1 - 
KyXr-^\^y-'^-ii)\^^ym (435iiig) $:afej^Si:bT^#:to 

mp 220-222^:. 

NMR (200MHz, DMSO-dg) 6 1.37 (3H, t, J=7.0Hz), 2.74 (2H, t-like), 
3.71 (2H, t-like), 4.16 (2H, q, J=6.9Hz), 7.24 (IH, t, J=8.8Hz), 7.41 (1 
H, d, J=8.4Hz), 7.53-7.58 (IH, m) , 7.65-7.75 (3H, m) , 7.99 (IH, d-like), 
8.53 (IH, s). 

IR (KBr) 1705, 1655, 1499, 1362, 1304, 1292, 1273, 1231, 1217, 1196, 1 
134, 816 cm"^. 

Anal. Calcd. for CgoHigFNO^ (O.2H2O additive): C, 66.92; H, 5,17; N, 3 
.90. Found: C, 66.80; H, 5.28; N, 3.81. 
[0 12 3] 

7 9 

4- [ (2 -jjl^;i/^:4-) aihdr^] 7 "J^ie (760mg) t.l-'fU=t 

-1- (t -^hdrS/?!j;i/3i?-;i/) -2, 3 Kn- 1 H- 1 -'OXT^ 
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lfy-4 (1141ing) ^yi^ : :sLdi J — : hJV:r.y (1:1: 

10, v/v, 36.0ml) izmm^'&> J^iE^U^i^ (9g0mg) ^taXt^o :L<DU^m 

z/^'i^p^j^ (i38mg) sriDx., rjvzjy^mM.yvio^^mMf^M^^vtcLo 

5Jj^A^nvh^^^:7>f- (50g, : g^^3i^;i/= 9 : l-»4 : l) 

M^U 1- it-^h^tyij?V:^-)V) -7 - [4- (2-jl^;i/5^;^) 3i h 
-2, 3 -e^t: FD- 1 H- 1 -'<>XT-^l^>-4 -:*;i'3K>' 
^^l^^;!/ (ISTOmg. 98%) fi-feM^i: l/T#:fco 
mp 142. 5-143. 5TC. 

NMR (200MHZ, CDCI3) 6 1.50 (9H, s) , 2.24 (3H, s) , 2.89-2.95 (4H, ■) 
, 3.63-3.70 (2H, br) , 3.84 (3H, s) , 4.21 (2H, t, J=6.8Hz), 6.99 (2H, d, 
J=8.8Hz), 7.46-7.58 (5H, m) , 7.74 (IH, s) . 
IR (KBr) 1703, 1497, 1391, 1238, 1163 cm"^. 

Anal. Calcd. for CggBgjNOgS: C, 66.50; H, 6.65; N, 2.98. Found: C, 66. 
27; H, 6.68; N, 3.04. 

[0124] 
##M8 0 

1- it-:fh^tyijJivM-?v) -7- [4- (2->i^;v5^:^) nih^S/:? 
-2, 3 -e;?bi Kn- 1 H- 1 -^>XT-^tr>-4 
;i/ (1320!iig) Sri^M^i^;!/ (80ml) iC^fll^ii:, 1 Ni^^ (15ml) Sr^fiTiDx. 

;v/^^i)-yX'm^l^^ 7- [4- (2 -;i^;i/5=-:4-) 31 3in;i/] -2 

, 3 -S^t: Fn- 1 H- 1 -^>Xr'^tr>-4 -;5;;i/j}?>^:>l^;i/ (910mg) 
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^^•7>f- (20g, ^dpif> : B^i?n:^;i/=4 : 1) •VnUL. 7- [4- (2 
->t5^;i/5^:r) xh^rt^>'ain;i/] -2, 3 -S^t Kn - 1 H- 1 -^>XT1f 
tf >-4 -^tj;!//!^^^^^;!/ (iiomg) bT#;to JR*, i020iiig ( 

98%) o 

mp 114.5-117TC. 

NMR (200MHz, CDCI3) 6 2.24 (3H, s) , 2.89 (2H, t, J=4.2Hz), 2.91 (2H 
, t, J=6.8Hz), 3.41 (2H, t, J=4.7Hz) , 3.81 (3H, s) , 4.20 (2H, t, J=6.9Hz 
), 4.63-4.72 (IH, br) , 6.68 (IH, d, J=8.4Hz), 6.96 (2H, d. J=8.8ez) , 7.3 
2 (IH, dd, J=8.2, 2.2Hz), 7.46 (IH, d, J=2.6Hz), 7.47 (2H, d, J=8.8Hz) , 
7.73 (IH, s). 

IR (KBr) 3380, 1698, 1609, 1499, 1269, 1244, 1209, 1174 cm"^. 
Anal. Calcd. for C21H23NO3S: C, 68.27; H, 6.27; N, 3.79. Found: C, 68. 
16; H, 6.22; N, 3.75. 
[0 12 5] 

mmms i 

(0.32nil) ^rMTKiflE (0.65inl) IC 0 X: -eSD;^, 5 5 2 ^f^^^ U it 
o ^?^bfc^, THF (lOnl) T'#^Lfco 7- [4- (2-^^;!/^:^) 31 h 
dpi/:7ain;i/] -2, 3 -i^n Kd - 1 H- 1 -/^>XT-^tf >- 4 -^;i/3K> 

(565mg) ^THF (ISml) lC^«?S-&, ^felCMSS b :fe=^^^*4^T H 

, m^nr=.^^^WFm:^'^)i^y''^^-^:>xmt^v. i —^ny^jv-i - [4- ( 
2-:^^)\^^yt) xh:Jr5>^3i^;i/] -2, 3 Fn - i H- i -^>XT 
iflf >-4 -:*f;i/jK>®E;>l5^;i/ (578mg, 953^) Sl&j^^^ L/T#fco 
np 160-162t:. 

^H NMR (200MHz, CXI3) 6 2.24 (3H, s) , 2.93 (2H, t, J=6.7Hz), 2.95 (2H 
, t, J=4.6Hz), 3.83-3.88 (2H, m) , 3.84 (3H, s) , 4.22 (2H, t, J=6.8Hz) , 6 
.97-7.04 (2H, m), 7.18 (IH, d, J=8.2Hz), 7.49-7.55 (2H, m) , 7.56 (IH, dd 
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, J=8.2, 2.2H2), 7.68 (IH, d, J=1.8Hz), 7.76 (IH, s) , 8.53 (IH, s) . 
IR (KBr) 1705, 1673, 1607, 1497, 1435, 1358, 1236, 1192, 824 cm"^. 
Anal. Calcd. for C22H23NO4S: C, 66.48; H, 5.83; N, 3.52. Found: C, 66. 
23; H, 5.93; N, 3.41. 
[0 12 6] 
8 2 

7- [4- (2 x h ^i/:7 31— -2, 3-i;iiKn-i- 
/OXTiftr>-4-5fj;i/3K>M^^>n/ (374«g) J8i,x:^}:fvpy (0.82111I) 

HF (10. Oral) izmm^'^. THF (5.0ml) tC^^bfc:?^ >:^;V3i^>^M7K 
m (882ing) Sr^ia-eiDX-Tto M-^-*^ ^ 5 O t: 1 S^r^m^bifec ^i^u^m 

5!j^A^nv h^^^w" - (25g, /s^lJ-^ : 8^^315^ ;i/= 4 : 1 1 : 1) t? 
-7- [4- (2 X h^t/7ai~;i/] -2, 3-^'fclKD-lH 

- 1 -^>>cr-iftr>-4-?!7;i/jJ<>m:ji^;i/ (2oi«g. 44%) S:a-fej^^i:bT 

mp 157-159r;. 

NMR (200MHz, CDCI3) 6 2.24 (3H, s) , 2.78 (3H, s) , 2.92 (2fl, t, J=6 
.8Hz), 3.05 (2H, td-like, J=5.4B2 (t)), 3.86 (3H, s) , 3.87 (2H, t, J=5.9 
Hz), 4.22 (2H, t, J=6,7Hz), 7.00 (2H, d, J=8.8Hz), 7.49-7.57 (3H, m) , 7. 
64 (IH, d, J=2.0Hz), 7.68 (IH, d, J=8.4Hz), 7.81 (IH, s) . 
IR (KBr) 1709, 1493, 1343, 1248, 1155 cm"^. 

Anal. Calcd. for C22H25NO5S2: C, 59.04; H, 5.63; N, 3.13. Found: C, 58 
.91; H, 5.65; N, 3.08. 
[0 12 7] 
8 3 

1 _;J^;^^;i,_ 7- [4- (2-:A^JV^7t) Xh^2/73ix;i/] -2, 3- 

Kn- 1 H- 1 -^>>CT-iffcr>-4 (53iBg) S:th 
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Fj^XJf^X.'$l J -;V<Dm^mm (l:l> v/v, 40.0ml) lzmm^-^> INTK^^b-^h 

v^2^7!<.mm. (is.smi) ^Mx. ^ux' 1 ^mmmwvr^. ^j^^u^m^^'f^ 
mv. iNm.m^M^x. mm^mmizvr^^. mm:^^j\yx^mLt^o ^mm 

;i/-7- [4- (2 -;)i^;i/^>r) 31 h:^i/7ain;v3 -2, 3-S/'hKd-i 

H- l-^>Xr-€i^y-4:-it3;V:^ym (470018, 92%) ^ Sfe^^il LT#fe 

o 

BP 199-201X:. NMR (200MHz, DMSO-dg) 8 2.18 (3H, s) , 2.76 (2H, t-Ii 
ke), 2.87 (2H, t, J=6.6B2), 3.72 (2H, t-like), 4.21 (2H, t, J=6.2Hz), 7. 
04 (2H, d, J=8.8Hz), 7.40 (IH, d, J=8.8Hz), 7,67-7.74 (4H, m) , 7.91 (IH, 
s), 8.53 (IH, s). 

IR (KBr) 1688, 1671, 1501, 1422, 1364, 1292, 1256, 1194, 1182, 1019, 8 
22 cm~^. 

Anal, Calcd. for Cg^HgiNO^S: C, 65.78; H, 5.52; N, 3.65. Found: C, 65. 
49; H, 5.62; N, 3.58. 
[0 12 8] 
8 4 

1 ->^6=-;i/>^;i/jjN— 7 - C4- iz- :^^jv^:t) h^i/:7 3i:^;v] - 

2, 3 Ka- 1 H- 1 -^>XT1f tf >-4 (169ing 
) ^THFJSi.Xf:!!^ J '-)]/<Dm^mm il'U v/v, 20.0ml) iZ^M^-^. 1 NtK 

mit^ h ^ j^yi^mm (5.5ml) ^mpl. 1 4mrsmnLr=.. ^mm^m 
^m^mmv. ii^^m^-mxx. mm^mmizi^t^^. if^x5^;i/'^ttajbfc 

7 - [4- (2->l5^;b5^:r) -2, 
3 t KD- 1 H- 1 -^>XT-fe*hr>-4 (157mg, 96%) S: S 

mp 234-239*0 (dec). 

Ill ailiE#2 0 0 0 - 3 0 2 9 9 6 a 
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NMR (200MHz, DMSO-dg) 6 2.17 (3H, s) , 2.87 (2H, t, J=6.6Hz) , 2.90 
(2H. t-like), 3.08 (3H, s) , 3.70 (2H, t-like), 4.21 (2H, t, J=6.6Hz) , 7. 
05 (2H, d, J=8.8Hz), 7.51 (IH, d, J=8.0Hz), 7.61-7.75 (4H, m) , 7.86 (IH, 
d-like). 

IR (KBr) 1669, 1495, 1437, 1343, 1271, 1250, 1240, 1144, 824, 517 cm~^ 

Anal. Calcd. for CgiHgaNOgSg: C, 58.18; H, 5.35; N, 3.23. Found: C, 58 
.39; H, 5.39; N, 3.17. 
[0129] 
8 5 

4- (2 ->''ajK^S/) a: h^S/:7 3i^;i/ii>C7^ (920mg) ill -zfu'^- 1 

- {t-zrh^^>ii}}\y^-)\^) -2, 3 -s^t Kn- 1 H- 1 -^>xr-fe'tr> 

-4 -^yi/jK^^E^^^;!/ (1308iiig) :ii'St J -JV : (1:1:10 

, v/v. 42.0ml) lC^^S-&, mm-^V^2^ (1135mg) ^tdXt^o ^(Dm^^tc 

j^^i^^j^ (ii9iig) ^M^. 7;i/iJ>#H^TT'i 4. 5mmMmmm^vr:i 

;i/;!j^Ai'nvhy^7'f- (50g, /\3p-9-> : i^^ai^;i/= 9 : l-»3 : 1) 

T'«igb, 1- it-':rh^i/ij;v:i^=^jv) -1- [4- (2-:/D3K^pJ/) x 
h^S/:7xx;i/] -2. 3 Kn- 1 H- 1 -^>XT-^tr>-4 
(1536nig, 93%) $:M^:r>r UTf^fec 
NMR (200MHz, CDCI3) 6 0.95 (3H, t, J=7.4Hz), 1.49 (9H, s) , 1.66 ( 
2H, sextet, J=7.1Hz), 2.91 (2H, t, J=4.7H2), 3.52 (2H, t, J=6.7Hz), 3.55 
-3.82 (2H, br), 3.82 (2H, t, J=4.9Hz), 3.83 (3H, s) , 4.18 (2H, t, J=4.9H 
2), 7.01 (2H, d, J=8.8Hz), 7.45-7,58 (5H, m) , 7,74 (IH, s) . 
IR (KBr) 1705, 1497, 1391, 1287, 1236, 1163, 1086 cm"^. 
[0 13 0] 
8 6 
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1- (t -:/bdre/5!j;i'3}<~A) -7- [4- iZ-^UTi^^i/) :nh^i/y 
-2. 3 -i^t Kn- 1 H- 1 -^>XT-fe'tf>-4 -:^;i/jJ0^^5^ 

;i/ (1536ing) (80ml) iC^^$-&. 1 Ni^^ (20ml) 

4- (2-:;^DJK:^rSy) oq h^p^y ^^oc:::;!/] -2, 3 - Fn - 1 H- 1 
>XT-fe'tr>-4 -?!j;i/3jf>^:jl^;V (523iBg) $:^^!iSS^i:bT#feo 
MffiT^iML,, ^^?t5:i/U7b>!f;i/7!j^i=.^'nvh^*^:7>f - (65g, : 
g^^rL^;i/=3 : 1) T-m^b, 7- [4- ( 2 - :/D jK^^/) aih^^:73i- 
-2, 3 -S^n Fn- 1 H- 1 -^>Xrif tf >-4 ( 

606ng) ^||-feSgSi:LT#fco flX*, 1129mg (93%)„ 
mp 86-88r;. 

NMR (200MH2, CDCI3) 6 0.94 (3H, t, J=7.4H2) , 1.65 (2H, sextet, J=7 
.2Hz), 2.89 (2H, t, J=4.5Hz), 3.40 (2H, brs) , 3.51 (2H, t, J=6.8H2) , 3.8 
1 (3H, s and 2H, t, J=4.9Hz), 4.16 (2H, t, J=5.0Hz), 4.60 (IH, brs), 6.6 
7 (IH, d, J=8.4H2), 6.95-7.01 (2H, m) , 7.32 (IH, dd, J=8-2, 2.2B2), 7.42 
-7.48 (2H, m), 7.46 (IH, d, J=2.0Hz) , 7.73 (IH, s) . 

IR (KBr) 3380, 1698, 1611, 1501, 1269, 1246, 1209, 1177, 820 cm'^. 
Anal. Calcd. for CggHgyNO^: C, 72.42; H, 7.13; N, 3.67. Found: C, 72.2 
8; H, 7.09; N, 3.73. 
[0 13 1] 
8 7 

(O.25111I) StMtKB^^ (0.51ml) \ZQX,-^MX. 5 5X)T'2^r^Jiif Lfc 
„ m^X^fz.^. THF (lOml) T'#mL/fe- 7- [4- ( 2 - :;^n Jjf i^) h 

-2, 3 -^n Fa- 1 H- 1 -'<>XTiftf>-4 

(462mg) $:THF (ISml) fC^^^-ti:, ^felCgiS^ L/fe=a5?^M7K%T H 
F^miCOt:T'MTL/:/^o ig-&ife$:^MT'2^^^#bfeo l^^Sr^BETM* L/ 
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. m^tit^^^^^mm^^Jiyy'^^'^yr'mWb. i -3j>;b^;v-7- [4- ( 
x.h^i/y -2, 3 - Kn - 1 H- 1 -/<>XT 

•^Vf>-4 -:!57;i/3K>m^^;i/ (496mg) S: S-feM^il LT#feo 
mp 107-1081C. 

NMR (200MHz, CDCI3) S 0.95 (SH, t, J=7.3Hz), 1.62 (2H, sextet, J=7 
.2Hz), 2.95 (2H, t, J=4.7Hz), 3.52 (2H, t, J=6.7Hz), 3.80-3.88 (4H, m) , 
3.84 (3H, s), 4.18 (2H, t, J=4.9Hz), 7.03 (2H, d, J=8.8Hz), 7.17 (IH, d, 
J=8.0Hz), 7.51 (2fl, d, J=8.8Hz), 7.56 (IH, dd, J=8.0, 2.2Hz) , 7.68 (IH, 
d, J=1.8Hz), 7.75 (IH, s) , 8.53 (IH, s) . 
IR (KBr) 1709, 1678, 1360, 1291, 1236, 1192, 824 cm"^. 
Anal. Calcd. for C24H27NO5: C, 70.40; H, 6.65; N, 3.42. Found: C, 70.3 
7; H, 6.64; N, 3.41. 

[0 13 2] 
###IJ 8 8 

7- [4- (2-^n/K^i/) X -2, 3-e^'iiKn-lH 

- 1 -/<>>CT-fe'tf>-4 -^;V5if>^^^>'V (600mg) j^ZJ^b^Vi^y (1.53ml 
) ^THF (20.0nl) lC^«^$-&. THF (10.0ml) lC^«g L ^Jf 

^MtK^J (i.64g) ^mUi^M:PLt^o M^«feS:5 OiC-ei 4. S^I^M^b:*^, 

i/Vi}^J]^iJ^<U^U^h^'^y-( - (35g, /\^-t?-> : i^^3:^;i/= 4 : 1^ 
2:1) X-mmL. #e>4xfc^^^»^x^;i//^:^'9->T'?5fe?^U, l-^5^;i/ 
7 - [4- (2 -yn/K:^^/) :3Lh^t/y ^i-Jll -2, 3-i^ll 

Fn- 1 H- 1 -/<>XT-fe'i^>-4 (23img) ^^^m^ 

(350g. : g^^3i^;i/=3 : l-»2 : 1) T'3|tigL, 1 -^^;i/X>a//J> 

-;i/-7- [4- (2-:/n3K^i/) a: F^^ri/^in;!.] -2, 
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iH- i-^yxy^y^y- 4 -it] jv-^ym^t^^fiy (lyomg) ^b^^^hlx 

mtc. JR*, 402ing (56%)„ 
mp 119-12rC. 

NMR (200MHz, CDCI3) 6 0.95 (3H, t, J=7.4Hz) , 1.65 (2H, sextet, J=7. 
3Hz), 2.78 (3H, s) , 3.05 (2H, t, J=5.5Hz), 3.52 (2H, t, J=6.8Hz), 3.80-3 
.89 (4H, m), 3.85 (3H, s) , 4.18 (2H, t, J=5.0Hz), 7.02 (2H, d, J=8.8Hz), 
7.51 (2H, d, J=8.8Hz), 7.54 (IH, dd, J=8.4, 2.2Hz), 7.63 (IH, d, J=1.8H 
z), 7.67 (IH, d, J=8.4Hz), 7.80 (IH, s) . 

IR (KBr) 1709, 1493, 1345, 1289, 1248, 1188, 1155, 1132, 1103 cm"^. 
Anal. Calcd. for C24H2gN0gS (O.4H2O additive): C, 61.76; H, 6.44; N, 3 
.00. Found: C, 61.61; H, 6.22; N, 2.96. 
[0 13 3] 
8 9 

1 -3j%;i/^;i/- 7 - [4- (2-yn3K^S/) X h^S/:7ai:^A'] -2, 3- 
Kn- 1 H- 1 -^>>CT-^tr>- 4 -5t7;nK>Sfe:)l^;K445mg) $:THF 

'^^atk^m (ii.o-i) srADA. ^^X'l 3^raM#Lfc„ Rf^M^m^m^^m 
iNmm^m^x. mm^^^mizvt^^. mwi:^^/ixmmi^t^o mmm^ 

-7 - [4- i2--^U:^^i/) 3Lh^i/y -2, 3 - S^^t Kn - 1 H 

- 1 -^>XT-^tf>-4 (430mg) & a-fe^Sii bT#:to 
mp 165-166X:. 

■^H NMR (200MHz, DMSO-dg) 6 0.88 (3H, t, J=7.5Hz), 1.54 (2H, sextet, J 
=7.1Hz), 2.75 (2H, t-like), 3.43 (2H, t, J=6.8Hz), 3.72 (4H, t, J=4.6Hz) 
, 4.15 (2H, t, J=4.6Hz), 7.04 (2H, d, J=8.8Hz), 7.40 (IH, d, J=8.0Hz), 7 
.69 (2H, d, J=8.8Hz), 7.67-7.74 (2H, m) , 7.92 (IH, d, J=1.8Hz), 8.53 (IH 
, s). 

IR (KBr) 1682, 1499, 1360, 1291, 1258, 1246, 1192, 1130 , 820 cm~^ . 
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Anal. Calcd. for C23H25NO5: C, 69.86; H, 6.37; N, 3.54. Found: C, 69.6 
9; H, 6.38; N, 4.59. 

[0 13 4] 
##M9 0 

1 7- [4- i2 -zfu^i^^i/) a: h =^S/:7 3:~;i/] - 

2, 3 -S^'t FD- 1 H- 1 -^^XTif tf^- 4 (354mg 

) $:THF^t?ai^y-;v©?g-^?t^ (1:1, v/v, 30.01BI) iz^m^-^. intK 
Wlit-r h V ^ J^7i<^^m (7.7ml) ^taX. ^UX'l 5. 5^raM#b:to iRism 

-^m^^^^mmi^. iN^m^ta^x. mm^^mizvt^^. wm:i^^nyxmm 

, 1 -:ji^;i/:^;i/;J>-;i/- 7 - [4- (2-rfD3K^t/) sih^i^y ^i-jvl - 

2, 3 Kn- 1 H- 1 -^>>CT-^tr>-4 -:;t7;i/>i?>^ (337ing, 98X) 
mp 213-215TC. 

NMR (200MH2, DMSO-dg) 6 0.88 (3H, t, J=7.3H2), 1.54 (2H, sextet, J= 
7.0Hz), 2.50 (3H, s) , 3.33 (2H, t-like), 3.43 (2H, t, J=6.6H2), 3.72 (4H 
, t-like), 4.15 (2H, t-like), 7.04 (2H, d, J=8.8Hz), 7.51 (IH, d, J=8.0H 
z), 7.63-7.75 (4H, m) , 7.88 (IH, s) . 

IR (KBr) 1669, 1493, 1341, 1294, 1271, 1250, 1154, 1128,785, 519 cni"^. 

Anal. Calcd. for CggHgyNOgS (O.lHgO additive): C, 61.75; H, 6.13; N, 3 
.13. Found: C, 61.50; H, 5.88; N, 3.01. 
[0 13 5] 

##M9 1 

4- [ [N- (^yi^U^t/) rS.Jl mm (50. Og) $:THF 

(1000ml) izmm^-^. Mit^aifJl (77. 5g) jkXJ^HOit± h V ^ 2^ (94. 4g) 
^M^. -5X^X6 0%7i(imiti-hV^^ (25. 2g) fe^'Jr tCiD;^feo Mm#H 

lie ttJlBE^ 2000-3029963 



11-170345 



HI IICL, (2®) Ti^fer^Lfcc 7KM$:MJ^I^$:MV>T p H 

Bf^X^;i/ (3lHl) T?Maib;tc ^^M^ lM5^:^^t^^ h U 't7A:^?§?g[:g:t>'^ 

jBETW^b, 4- [ [N- (^vi^D^i/) itj}u:^=L)vl -N-^uif;vr^/ 

] M,^ (35. 8g, 61%) S:#^„ 

NMR (200MHz, CDCI3) 8 0.88 (3H, t, J=7.3Hz) , 1.50-1.57 (2H, m) , 1. 
85-1.90 (2H, m), 2.34-2.41 (2H, ■) , 3.17-3.30 (4H, m) , 5.13 (2H, s) , 7.3 
5 (5H, s). 

[0 13 6] 
9 2 

4_ [N- (/Oi^D^^) 5!j;i/3K:=-;i/] - N - tf;i/r ^ 7 ] mm (35 
.8g) ^t-:;^^y-;i/ (350b1) $:*nA, zij^ms^'t - >^5^;i/ (i40g) $:inx.fc 
„ s p>tci;;i^;i/T^ y tru (4.69g) Srin;^, ^la-es o^^r^^^b:^, 

T3ft$gb, ^Mfe5r-r;i/i: LT4 - [ [N- iy<Zyi?U^ty} ij)V:^—JV2 -N 

-^Dif;i/r^y] mmt-zf^j^y (23. sg, 55%) $:#fc„ 

NMR (200MH2, CXlg) 8 0.88 (3H, t, J=7.3Hz), 1.45 (9H, s) , 1.52-1.5 
9 (2H, m), 1.81-1.84 (2H, m) , 2.23 (2H, t, J=7.1Hz), 3.17-3.27 (4H, m) , 
5.13 (2H, s), 7.35 (5H, s). 

IR (KBr) 2969, 1728, 1703, 1476, 1456, 1422, 1368, 1242, 1155, 1136 cm 

-1 

[0 13 7] 
##^J9 3 

4 - [ [N- i^>Pu^-» i3?]/-^=:-)Vl -N--;^ni:f;i/T^ y] mmt- 

Zf^JV (23.7g) (250inl) lC^«¥S'ft, 10%/-^^ ^ 2^- MM (2. 

37g) ^mx. yi^mm^r. mu-vzm^mwi^t^o io%j^^v^j^-mm^^ 
mm^mmrm^v^ Mfe;r-r;i/i:LT4-ypi^;i/T^ym^t-^^;i/ 

[16. 8g i:^^ J -JV^^ti) 3 
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NMR (200MHz, CDCI3) 8 0.92 (3H, t, J=7.1Hz), 1.45 (9H, s) , 1.47-1. 
67 (4H, m), 1.70-1.85 (2H, m) , 2.25 (2H, q, J=7.9Hz), 2.60 (2H, dt, J=ll 
.6, 7.2Hz), 3,21 (IH, m). 

IR (KBr) 2967, 2936, 1728, 1480, 1456, 1424, 1368, 1246, 1155 cb~^. 
[0 13 8] 
9 4 

4 -:/U tl';i/T^ y M^t (14.2g, 70.7mmol) ®DMF (20ml) ^ 

WHZ5-':ru^-2-z7Ay^u^yXr}\y7'ii\^ (I4.4g. 70.91111110I) JSiTfmm 

ijV^J^ (14. 7g, lOemmol) ^^UX^m^kiM^r^. ^-^#1$: 8 OTCT'9 4^r^m 
^U^h^'^^y-f - (^^^y : mWt:^^)ly= 10:1) xmmV. M'&:t>f JV 

tLT4- (4 -:/n^- 2 -/J>;i/^;i/:7az— ;i/) zfuifjv7S,jmWtt-:f^ 

;i/ (14.2g. 52%) ^nt^o 

h NMR (200MHz, CDCI3) 6 0.84 (3H, t, J=7.8Hz), 1.45 (9H, s) , 1.42-1.6 
3 (2H, m), 1.81 (2H, quint, J=7.4Hz) , 2.19 (2H, t, J=7.5Hz) , 3.09 (2H, t 
, J=7.6Hz), 3.17 (2H, t, J=7.5Hz), 7.06 (IH, d, J=8.8Hz) , 7.56 (IH, dd, 
J=8-7, 2.5Hz), 7.90 (IH, d, J=2.6Hz) , 10.24 (IH, s) . 

IR (KBr) 2971, 1730, 1694, 1480, 1368, 1244, 1157 cm"^. 
[0 13 9] 
##M9 5 

4- (4 -:/n^- 2 -7jx;i/^;i/r7 3:n;i/) ::^n tf;PM^ t (14. ig 

) -y^^ J -;\yRXfhJ\y:i^y (l : lO, v/v. 440ml) iZmM^-^. t-zf 

h^ty^hv^j^ (5.29g) ^MMxija^. immtamM^ (9 or) ^vr^a 

) xmmv. n'&yt>(jvtvxi-':fu^- i--^uif;v-2, 3-s;t:KD- 

1 H- 1 -/<>XTiftr>-4 -:i7;i/j}f>^t -:/^;i/ (8.07g, 60X) ^nt:^, 
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NMR (200MH2, CDCI3) 6 0.95 (3H, t, J=7.5H2), 1.53 (9H, s) , 1.68 (2 
H, sextet, J=7.6Hz), 2.75 (2H, t, J=4.4H2), 3.18-3.26 (4H, m) , 6.67 (IH, 
d, J=9.2Hz), 7-22 (IH, dd, J=8.8, 2.6H2), 7.39 (IH, d, J=2.6Hz), 7.46 ( 
IH, s). 

IR (KBr) 2969, 1698, 1497, 1368, 1269, 1254, 1159 cm"^. 
[0 14 0] 

##M9 6 

7 -Zf - ZfU\^)V-2, KD- 1 H- 1 -^>Xriftf>- 

4 -:?Sj;i/:K>^t (8.05g) $:»^X^;i/ (80ml) ic^«¥S-ti:, 4 Nig 

1 -zfuYf/u- 2, 3 -yt Fn- 1 H - 1 - XTii\^> - 4. -iJ JV:^>Wt. 
(2. Big, 39%) $:#^„ 
np 172-173'C. 

NMR (2OOMH2, CDCI3) 6 0.95 (3H, t, J=7.3Hz) , 1.70 (2H, sextet, J=7 
.5H2), 2.81 (2H, t, J=4.6Hz), 3.22-3.29 (4H, n) , 6.70 (IH, d, J=8.8H2) , 
7.25 (IH, dd, J=8.8, 2.6H2) , 7.43 (IH, d, J=2.0Hz), 7.69 (IH, s). 

IR (KBr) 2963, 1674, 1497, 1410, 1277, 1171 cm~^ . 

Anal. Calcd. for Cj^HjgBrNOg: C, 54.21; H, 5.20; N, 4.52. Found: C, 54 
.17; H, 5.05; N, 4.42. 
[0141] 

##M9 7 

7 -zfu^- 1-zfu bf;i/- 2, 3 -$>t: Kn- 1 H - 1 -^^Xr-^tf^- 

4-:*;i//K>^ (2430«g, 7.83m«ol) $:DMF (12b1) Kl^fi?^-^. 

ji (1.4ml) ^M?L. o^mmwht^. mm^m&rm^L^ 3^?s$:t 

HF (50ml) izmm^-^r^. 4- [ [N-^^;i/-N- (7^h^HKn-2H- 
kr^>-4 — f;i/) T^y] T-U>2jtfemife (2757mg) ICTHF (40 
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ml) ^M^. b';x5^;i/T^> (8.2nii) $:?gTb, 3 o^mmwLr:^. 

= 10:1) xmmi^. $ ^>^C@^^ac5^;V-'\^i^->3()^e>SMB^5:#v^, M-fe^ 
^i:bT 7-:;^D^-N- [4- [ [n-^^;i/-n- (5^h^tKn-2H- 

Kn- 1 H- 1 -^>XT-fe'tr>-4 -:;tj;i/>if>^T^ K (3219iiig, 80%) 
■P 134-136TC. 

NMR (200MH2, CDClg) 8 0.97 (3H, t, J=7.5Hz) , 1.60-1.80 (6H, m) , 2.2 
1 (3H, s), 2.57-2.70 (IH, m) , 2.89 (2H, t, J=4.6Hz), 3.22-3.30 (4H, m) , 
3.37 (2H, td, J=ll.l, 2.8Hz), 3.57 (2H, s) , 4.01-4.07 (2H, m) , 6.71 (IH, 
d, J=9.2Hz), 7.19 (IH, s) , 7.24 (IH, dd, J=9.0, 2.6Hz), 7.30 (2H, d, J= 
8.4Hz), 7.41 (IH, d, J=2.6Hz), 7.50 (IH, s) , 7.52 (2H, d, J=8.4Hz). 
IR (KBr) 2957, 1645, 1597, 1514, 1497, 1406, 1314, 1246, 1173 cid"1. 
Anal. Calcd. for CgyHg^BrNgOg : C, 63.28; H, 6.69; N, 8.20. Found: C, 
63.19; H, 6.54; N, 8.05. 

7- [4- (2-n:h:^S/aih^$/) :73i— - 1 -/J>;i/^/l/- 2 , 

KD- 1 H- 1 -^>^^Tif t:°>-4 (0. 1 8 g) $:DMF (1 

0 ml) tC^*^b, ^?^T, mt^yt=^JV (0. 0 9ml) SriDX., ^^ST' 3 0 

^mmwht:^. ^ffiT^^s:^5&bfc. mm^THF (2 0mi) izmis^v. 4 

- [N-:?15^;V-N- (5^h^ti Kn-2H-tf^>-4 -^;i/) T^>^^^;i/ 

1 T-U> (0. 12g). h';:n^;i/T^>' (0. 33ml)®THF(10 

ml) ^?K*iczK^^T. mri^r^o mmnm^r> ^M-v-mmwi^ta. mmr 
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gt®Ea:^;l//'\^•9->;()^e>Sj^^b> 7- [4- [ ( 2 h:^S/:n h^i/) y 
- 1 ->J^;i/^;i/-N- [4- [ [N-^^;i/-N- (•5^h^tKD-2 
H-tl°^>-4 --r;!/) T^y] ^'i:^;!/] -2, 3-^:>'tKD-lH 

- 1 -^>V^r-etr>-4 -;{7;i/3i<drif ^ K ab-^^l) (O. 23g)S:4ff-fe 

mp 192-194t:. 

^H-NMR(6ppiB, CDCI3) 1.26(3H, t, J=7.0Hz) , 1.59-1.75(4H, m) , 2.21(3H, s) 
, 2.59-2.70(lH, «), 3.02(2H, t, J=5.1Hz), 3.37 (2H, dt, J=1.5, 11.4Hz), 3 
.57(2H, s), 3.63(2H, q, J=7.0Hz), 3.83(2H, t, J=4.8Hz), 3.91 (2H, t, J=5. 
IHz), 4.01-4.07(2H, m) , 4.18(2H, t, J=4.8Hz) , 7.02(2H, d, J=8.8Hz) , 7.18 
(IH, d, J=8.4Hz), 7.31(2H, d, J=8.4Hz) , 7.45-7.57 (6H, m) , 7.65(lfl, br) , 
7.66(1H, d, J=1.8flz), 8.54(1H, s) . 
IR(KBr) v: 3297, 2946, 2847, 1669cm~^. 

Anal, calcd. for Cg^H^^NgOg: C, 72.02; H, 7.08; N, 7.20. Found C, 71.90; 
H, 6.79; N, 7.05. 
[0 14 2] 

mmm2 (^-^i^2®3?5g) 

7- [4- is-:jih^i/zfu:^^i/) ^ai— - 1 - jJ>;i/ ^ 2 , 3-$; 
t: FO- 1 H - 1 - ^>yr-fe*tr>- 4 -ijJV:i<ym (O. 2 5 g) $:DMF ( 
5 ml) tC^*^b> ^?^T, ^&>fb^:t-;i/ (0. 12ml) i&iDx.. mtSl? 3 0 

^mmwbtt^o m&rmm^^^Lt^o mm:^THF (i 5mi) izmmL. 4 

- [N-:)i^;i/-N- (-5^ h^t Kn- 2 H-tr^>-4 ->f;i/) r^J:f^^Ji 
) T—Vy (0. 1 6 g) , h Ua:^;i/T^> (0. 4 4 ml) ®THF (5m 

^ai^;i//^^r-9->*^e)#^^L/, 7- [4- ( 3 -31 h ^^/•::^n TK^^rt/) 7ai 
— ;i/3 - 1 -*;;b^;i/-N- [4- [ CN-^5^;i/-N- (7^h^tFn-2H 
- tr^>- 4 --r;i/) t^/] ^i-;!/] -2, 3-t;nKn-iH- 
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mp 166-169X:. 

^H-NMR(6ppm, CDClg) 1.22(3H, t, J=7.0Hz), 1.64-1.82(4H, m) , 2.02-2.15(2 
H, m), 2.21 (3H, s), 2.60-2.68(lH, ■) , 3.03(2H, t, J=5.5H2), 3.37(2H, dt, 
J=2.6, 11.2H2), 3.46-3.66(6H, m) , 3.92(2H, t, J=5.5Hz), 4. 02-4. 07 (2H, m 
), 4.13(2H, t, J=6.3H2), 7.01(2H, d, J=8.8H2), 7.19(1H, d, J=8.2H2), 7.3 
2(2H, d, J=8.6H2), 7.47-7.60(6H, m) , 7.68(1H, d, J=2.0Hz), 8.55(1H, s) . 
IR(KBr) v: 2946 , 2849, 1669cid"^. 

Anal, calcd. for CggH^gNgOg: C, 72.34; H, 7.25; N, 7.03. Found C, 72.54; 
H, 7.11; N, 7.00. 
[0 14 3] 

7- [4- (2 - >^h^e/x h:5iri/) y^L—jvl - 1 -3j>;i/^;i/- 2 , 3-yn 
Kn- 1 H - 1 -K>yr-fe'tf>-4 -itj;v:^ym (O. 2 3 g) ^DMF (5 
ml) ^C^*^L, ^^r. m.it^yt-J^ (O. l Iml) ^M^. ^W^30^ 

mmwht^o ^Brmm^m^vr=., ^Wi^thf (2 5mi) K^tf^v. 4- 

[N-^^;i/-N- (5^ h^h: Kd- 2 H- ti°^>-4 --f 

T— y> (0. 1 5g) . hV3L^)V7^> (0. 4inl) ®THF (5ml) 

-J\yi}^^nm^ly> 7- [4- (2-:;^ h^i/Jlh^^» 7:r:n;i/] -l-^sJV 
^;i/-N- [ [4- [ {N-:^^}\y-N- (t^ h^H Fn- 2 H-l:f^>-4 - 

>r;i/) T^7) >'x^>n/] - 2 , 3 -^^^n Kn- 1 h- 1 -/oyr-fe* 

tf>-4 -^;i/3K=^r-9-^ F (-fl:-^^3) (0. 2 3 g) SrM-feM^il bT#7tc 
mp 171-1731C. 

VnMR(6ppii, CDCI3) 0.94(3H, t, J=7.2Hz), 1.31-1.49(2H, ■) , 1.55-1.65(2 
H, m), 1.70-1.75(4H, n) , 2.21 (3H, s) , 2.60-2.71 (IH, m) , 3.04(2H, t, J=5. 
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5Hz), 3.37(2H, dt, J=3.2, 11.3Hz), 3.53-3.59(4H, m) , 3.82(2H, t, J=4.9Hz 
), 3.92(2H, t, J=5.5H2), 4.01-4.07(2H, m) , 4.18(2H, t, J=4.9Hz), 7.03(2H 
, d, J=8.8Hz), 7.19(1H, d, J=8.2Hz) , 7.32(2H, d, J=8.4Hz) , 7.46-7.56(6H, 
m), 7.68(1H, d, J=1.8Hz), 8.55(1H, s). 
IR(KBr) V : 2940, 1669, 1518, 1497ciii~l. 

Anal, calcd. for C, 72.64; H, 7.41; N, 6.87. Found C, 72.48; 

H, 7.11; N, 6,71. 
[0 14 4] 

7- [4- [N- (2-aih:^s/aif^;i/) -N-;i^;i/T^ y] -1 
)V- 2 , 3 -t?'ii ]^u- 1 H- 1 -y<yVrif\^>- 4 -:fy)V:^ym ( 
O. 17g) $:DMF (3. 5ml) tC^A^b. ^?^T. J&<fc5^:r — ;i/ (0. 0 

8ml) ^M^. ^uvs o^^mwiyf^o mmrmm^i^^vr^o m^^Tu 

F (25ml) lC^*^b, 4- [N - >t N - (7^ h ^ t: KO - 2 H - tf^ 

>-4 --r;i/) y T— U > (0. 1 1 g) , hV:n^JVr^ly iO 

. 31ml) (DTHF (6. 5ml) ^IS«t'lC^?|^T, JSTbito ^^#ffl^T 

mmLmm^^mr^o 7- [4- cn- (2-xh:^r 

i/ai5^;i/) -N-;*5^;i/T^ /] 7ain;i/] - i -jJ>;I/$ ;i/-N - [4 - [ [N 
-:?i^;i/-N- (5=- h^n Ka- 2 H-tr^>-4 — f;i/) r^Jl 7 
-2, 3 -e^fc KD- 1 H- 1 -^>yT-^lf>-4 -?!j;i/jK:2|p-tJ-5 

(ifc-a-%4) (0. 1 4 g) $:^Mfe*g^i:LT#3to 
mp 157-1581C. 

^H-NMRCSppm, CDCI3) 1.21(3H, t, J=7.4H2), 1.59-1.82(4H, m) , 2.20(3H, s) 
, 2.64(1H, m), 2.96-3.06(2H, m) , 3.05(3H, s) , 3.30-3.43(2H, m) , 3.52(2H, 
q, J=7.0Hz), 3.57(2H, s) , 3.56-3.63(2H, m) , 3.88-3.94(2H, m) , 3.99-4.07 
(2H, m), 6.80(2H, d, J=8.8Hz) , 7.16(1H, m) , 7.29-7.56(7H, m) , 7.66(1H, s 
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), 8.53(1H, s). 

IR(KBr) v: 2946, 2849, 1669, 1609, 1505, 1360, 1316, 1204, 1113, 814cm" 
1 

[0 14 5] 

7- [4- [N- (2 -X -N-3i5^;i/T^ y ] yai—jul -i 

0. 2g) SrDMF (5ml) ^C^*^b, :^?^T. ife^b^:^-;!/ (0. 0 9ml 

) ^mx. mu-v3 o-^^mmwLf^. mmrmm^w^vt^. ^^t^rXHF (2 

5ml) tC^jb^b, 4- [N-^^;i/-N- (5" h^H FD- 2 H-tf^>-4 
-^;i/) T^y:?^^/!/] T-U> (0. 20g). h U x^;i/T ^ > ( 0 . 3 5 
ml) ©THF (5ml) ^?R4»IC:»?^T. ?gTbfc. M^#H^T. ^^^-t?- 

ffi^^S:#fco »^X5^;i//'\:^^-9->A^e>SM^b, 7- [4- [N- (2 
-xh^^/x^;!/) -N-x^;vr^y] :7 3ix;i/] - i -j}n;i/^;i/-n- [4 
- C [N-:>i^;v-N- (T^h^t Kn-2H-tr^>-4 ->f;p) T$7] ^ 

- 2, 3 -i/ii Fn- 1 H- 1 -^>yTlf ii°>-4 
^If^ F (^b-^ifel5) (0. 2 3 g) Sr^Mfe^Si: bT#fco 
mp 162-164X:. 

^H-NMR(8ppm, CDCI3) 1.17-1.30(6H, «) , 1.70-1.80(4H, m) , 2.21(3H, s) , 2. 
55-2.75(lH, m), 3.03(2H, t, J=5.2Hz), 3.33-3.62(12H, m) , 3.92(2H, t, J=5 
.2flz), 4.01-4. 14(2H, m) , 6.78(2H, d, J=8.8Hz), 7.16(1H, d, J=8.4Hz), 7.3 
2(2H, d, J=8.4Hz), 7.45-7.56 (6H, ■) , 7.66(1H, d, J=2.0Hz), 8.54(1H, s) . 
IR(KBr) v: 2849, 1661, 1609, 1552, 1501cm"^. 

Anal, calcd. for C37H4gN^04-0.2H20: C, 72.33; H, 7.61; N, 9.12. Found C, 
72.30; H, 7.70; N, 9.23. 
[0 14 6] 
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7- [4- lN-:r.^)V-N- ( 2 - >^n7K^^ai^;i/) T^Jl :7jc— - 
1 2 , 3 -t;>bi Kn- l H- l -'O^/Tif if >- 4 -5!3;i'3K>^ 

(0. 2 5 g) $:DMF ( 7 m 1) IC^*^L, ^?^T> i^-fb^:^ — ;i/ ( 0. 11 
ml) ^}&D^, ^?aT-3 O^^r^m^b:to MJET^^^@5feL:to mWi^THF 

(2 5 ml) Izmt-^V. 4- [N-:)l^;i/-N- (5=- h ^ t Ku - 2 H - tf^ > 

-4-^;i/) T^y:>^^;i/] T— u> (0. i6g), hyx^;i/T^> (0. 

4 1ml) CDTHF (5ml) ^Mtf^tC^^^T, ?^Tbfeo ^^#H^T> 

3|fi3^^^#;t„ Sf^ni^;v/'v^-9->;b>e>S^^L, 7- [4- [n- 
j:^;i/-n- (2 - >''n;K^e/:n^;i/) T^y] - 1 -/J>;i/^ ;i/-N 

- [4- C [N-^^;i/-N- (5=- h^t Fn- 2 H-hr^>-4 --f ;!/) 
Jl ;p^5^;i/] :7ac::iA] - 2, 3 - i^'b: Kn - 1 H - 1 l/T-fe'tf > - 4 - 

K (^b-a-%6) (0. 2 7 g) $:^lt-feSggilbT#;tc 
up 146-149'C. 

^H-NMR(S ppm, CDCI3) 0.93(3H, t, J=7.3Hz), 1.20(3H, t, J=6.9Hz), 1.59-1. 
75(6H, b), 2.21 (3H, s) , 2.55-2.75(lH, m) , 3.03(2H, t, J=5.4Hz), 3.31-3.6 
1(12H, b), 3.92(2H, t, J=5.4H2), 4.01-4.14(2H, m) , 6.78(2H, d, J=9.2H2), 

7.16(1H, d, J=8.4H2), 7.32(2H, d, J=8.4Hz), 7.45-7.56(6H, ■) , 7.66(1H, 
d, J=2.2Hz), 8.54(1H, s) . 
IR(KBr) v: 2942, 1669cm"l. 

Anal, calcd. for C3gH4gN404-0.3H20: C, 72,42; H, 7.77; N, 8.89. Found C, 
72.57; H, 7.53; N, 8.59. 
[0 14 7] 

7- [4- (2 -a: hdr$/3i h^S/) :7 3in;i/] - 1 - ^ y 2 , 
3-i^tFn-lH-l -Kyi/7i£t:y- 4 -5!j;nK>M (0. 1 4 g) $:T 
HF (15ml) iZUML. *?0-T. m.it^:t—JV (0. 0 4ml) ^DMF ( 
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HF (15inl) Izmti^V. 4- [N-^^;V-N- (7^ h ^ t Kn - 2 H - tf 
^>-4->f;i/) T-U> (0. 0 8 g) , h 'J n:^;i/T 5 > ( 

0. 14ml) ®THF (1 5ml) ^^^tttlCi^^&T, ?iTb;^= ^^#H^T 

„ mm^^^V. 7- C4- (2-a: h:^rS>:n h:^S/) -l->^^> 
>?,;b;jNZi;i/-N- [4- C [N->i^;i/-N- (5^ h ^ Kn - 2 H - If ^ > - 
4->f;v) T^/] "7ai-;v] - 2, 3 Fn- 1 h- 1 -'Oy 

rif If >-4 F ab'a-^7) (0. 1 5 g) 

^H-NMR(6ppm, CDCI3) 1.26(3H, t, J=7.0Hz), 1.60-1.76(4H, m) , 2.22(3H, s) 
, 2.67(1H, br), 2.89(3H, s) , 3.14(2H, t, J=5.2Hz), 3.37 (2H, dt, J=3.0, 1 
l.OHz), 3.59(2H, s) , 3.63(2H, q, J=7.0H2), 3.83(2H, t, J=4.8Hz) , 3.92(2H 
, t, J=5.2Hz), 4.01-4.07(2H, m) , 4.18(2H, t, J=4.6Hz), 7.02(2H, d, J=8.8 
Hz), 7.33(2H, d, J=8.8Hz), 7.49-7. 67 (8H, m) . 
IR(KBr) v: 2934 , 2849, 1661, 1609, 1520, 1495cb~1. 

Anal, calcd. for CggH^gNgOgS: C, 66.33; H, 6.84; N, 6.63. Found C, 66.39 
; H, 6.76; N, 6.57. 
[0 14 8] 

mmm8 i^t^ms <Dmm) 

7- [4- (3 -31 F^i/::^njK^$/) - i - ^>7.}v:i^=•J]/- 2 

, 3 -i;?t: Fn- 1 H- 1 -'Oyrif tf>-4 (0. 2 0g) % 
THE (5ml) tC^*>L, ^?^T. m^t^:*"-;!/ (0. 0 6ml) i:DMF ( 

(1 5ml) lC?t*>b, 4- CN-;i^;i/-N- (-5^ F ^ H Fn - 2 H - bf ^ > 
-4 — f;i/) y'^^;!^] r-U > (0. 1 1 g) . S U n:^;i/T^ > (0. 
19ml) (39THF (5ml) mWL'^lZyi^'^'f^ ^gTbifeo MmWMM.T. 
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©56 U 5|fi*gS$:^§fco »M:i:^;i///\dr-9->*^e>?I^Sb. 7- [4- (3- 
X h^e/:/D7}f^sy) yx.—;v) - i ^ >x;vj}Nn;i/-N- [4- [ [N- 
^^;i/-N- (5^ h^n Fn- 2 H-t°^>-4 --f;i/) r^y] ^'ni 
- 2 , 3 -$?t: FD- 1 H- 1 'i/T-fe'lf >- 4 F ( 

^fc-^^S) (0. 2 2 s) ^Mi^UmiH^Xmt=.o 
mp IST-ieO'C. 

^H-NMR(6ppm, CDCI3) 1.22(3H, t, J=7.0Hz), 1 .65-1 .76 (4H, m) , 2.06-2.15(2 
H, n), 2-22(3H, s) , 2.55-2.78(lH, m) , 2.89(3H, s) , 3.14(2H, t, J=5.1Hz), 
3.38(2H, dt, J=2.6, 11.2H2), 3.46-3.65(6H, «) , 3.92(2H, t, J=5.1Hz), 3. 
95-4.15(4H, m), 7.00(2H, d, J=9.2Hz), 7.34(2H, d, J=8.4Hz), 7.49-7.67(9H 

IR(KBr) v: 2926 , 2851, 1671, 1595, 1524cm"l. 
[0 14 9] 

4- (2 -Ol h^S^o: F:^ri/) y :L — JV:^^m. (315mg) ^7 -zf W^- 1 - 
:^^)V-N- [4- [ IN-:^^JV-N- (-7=- h ^ FD - 2 H - tf ^ > - 4 - 
>f;i/) r^Jl 7a:n;i/] -2, 3 - S^n Fn - 1 H- 1 -^>XT-fe' 

tr>-4 -:*;i/3j?>®JT^ F (485mg) 5:7K : :t ^ y : h;i/3i> (1:1: 
10, v/v, 18.0ml) tC^|^$-&, ^m^ijU'^A (332mg) ^ifDA;fec :r.(DU^m 

y;^=yVt?2^ (46ing) ^aiA, T;nJ>#H^T-ei oNpraAnHfej^i^^rbfco ;5 

^J^^u-Th^yy^ - (30g, Bt^x^;i/ : y -;v= 9 : 1) xmmi^. 
$ e)^Cx^>^-;l/;{>^e>IIJ^^$:ffe)3^^CJ; y 7 - [4- (2-xF:^r^>xh^ 
t/) :7 3ix;i/] -i-;*^;i/-N- [4- [ [N-^5^;i/-N- (5=-F^fcFn 
- 2 H-tf^>- 4 --f T^y] 73ix;i^] -2, 3-$;tiFn- 

1 H- 1 -^>XT1f tr>-4 -;Jj;i/;if>^T^ F (ffc-a-^S) (230nig, 40%) 
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mp 122-12530. 

NNR (200MHz, CDCI3) 6 1.26 (3H, t, J=7.0H2), 1.23-1.76 (4H, m) , 2. 
20 (3H, s), 2.53-2.71 (IH, m) , 2.94 (2H, t, J=4.4Hz), 3.07 (3H, s) , 3.32 
(2H, t, J=4.5Hz), 3.37 (2H, td, J=11.4, 2.9Hz), 3.56 (2H, s) , 3.62 (2H, 
q, J=7.0Hz), 3.81 (2H, t, J=4.9Hz), 4.01-4.07 (2H, m) , 4.16 (2H, t, J=5 
.OHz), 6.86 (IH, d, J=8.6Hz) , 6.97 (2H, d, J=8.8Hz) , 7.29 (2H, d, J=9.0H 
2), 7.38 (IH, s), 7.43 (IH, dd, J=8.6, 2.2Hz), 7.47 (2H, d, J=8.8H2), IH 
(d) was concealed under 7.49, 7.54 (2H, d, J=8.6Hz), 7.66 (IH, s). 
IR (KBr) 2946, 2847, 1653, 1607, 1501, 1312, 1244, 1186, 1119, 814 cn~ 

1 

Anal. Calcd. for C35H43N3O4: C, 73.78; H, 7.61; N, 7.38. Found: C, 73. 
93; H, 7.39; N, 7.44. 
[0 15 0] 

mmmi o at^mi o<Dm^) 

1 -:^^JVy^JV:is=L)V-7 - [4- (2-^^;i'^:r) h ^i/^ 3l—?V2 - 
2, 3 -$;?t: Kn- 1 H- 1 -^>>CT-^fcr>-4 -:j!3;1/3K>^ (207mg) S:D 
MF (S.Oml) lC^«?$-fr, mt'f-yt-}}^ (0.09ml) ^MX. ^W^Z O^mU 

#L/to m^rmm^m^x^. ^mzTHY (lo.omi) $:inx.fe„ -15. 4- c 

[N-;>l^;i/-N- (5^ h^H Kn- 2 H- tf^>-4 T^y] 
] r—^)yr,m.Mk^ (168mg) ICTHF (S.Oml) ^M^. S e>tC h Uai^/I/T^ 
> (0.50111) ^MXIt. ^felCMiSbfc^^n U K5^^|g$:0TCT'igTLfc„ 

m^h. ^m.^^vitj^/v:fy^2^iru-^h^^-7^ - (i5g, mm:i^^j\y-*wm 

: 31^ ; -/V : h Un:^;i/r^> = 10 0:10:1) "eslt^b. i^VnT 

y -;^7b^e>S^^$:^fv^, 1 -^^;i/;^;b/j^^;b-N- [4- [ [N-^^ 
;i/-N- (5^h^n Kn-2H-tf^>-4 --f;i/) r^y] yaL—Ji/ 
] -7- [4- (2-^^;i^^:r) Xh:^S/7ai— -2, 3-^tKn-l 

H - i-Kyxr-^if>-4:-:fy;v:^>mr 5. F at^mi o) (mmg. 5856) 
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np 174-177'C. 

NMR (200MHz, CDCI3) 8 1.64-1.77 (4H, m) , 2.21 (3H, s) , 2.24 (3H, s 
), 2.60-2.72 (IH, m), 2.89 (3H, s) , 2.92 (2H, t, J=6.9Hz), 3.14 (2H, t, 
J=5.3Hz), 3.38 (2H, td, J=11.4, 2.9Hz), 3.58 (2H, s) , 3.92 (2H, t, J=5.3 
Hz), 4.02-4.07 (2H, m) , 4.22 (2H, t, J=6.8Hz) , 7.00 (2H, d, J=8.8Hz), 7. 
33 (2H, d, J=8.4Hz), 7.50-7.67 (9H, m) . 

IR (KBr) 1655, 1607, 1517, 1493, 1341, 1314, 1248, 1154 cm~^ . 
Anal. Calcd. for Cg^H^^NgOgSg: C, 64.22; H, 6.50; N, 6.61. Found: C, 6 
4.03; H, 6.51; N, 6.55. 
[0151] 

mmm 1 1 at^i^ 1 1 (om^) 

1 -:^n/^/l-7 - [4- (2 -;jl^;i/5^>r) ai h ^S/:7ac— -2, 3- 
Kn- 1 H- 1 -'<>XT-^tr>-4 -:!!j>n//J?>^ (484ng) $:DMF (10. 
Oml) izmm^-^^ ^it^yt — JV (0.23inl) ^M^. ^#1: 3 O^K^^bfeo 

m&T^m^^^v. mwi^THF (lo.omi) ^ixixr=.. 4- c [n-^ 

^;i/-N- (T^h^ii Kn-2 H-bf^>-4 — (jv) r^>^] T— u 

yr,m.Wi^ (444mg) IC THF (10. Oml) ^M:^. S e> IC h U 3i^;i/T ^ > (1.3 

2ml) ^m^t^o ^izmmi^t^m^uv Y^mmm^ox^x-mrvt:!. m^^i:M 

, 3^?t$:2/y*^f;i/*^i^^'OVh^*^:7>f- (30g. gf^3:^;i/-»g^^3i^;i/ 
: J -}V : h U X5^;i/T^ 10 0:10:1) XnUl^. ^V>T31^ y 

-;l/}^)^e)fli^^^fi'v^, 1 -*;;i/$;i/-N- [4- [ cn-^5^;1'-n- (^^h 

KD- 2H-tr^>-4 -^;V) T$y] ■7ai:^;i/] -7- [4- 

(2-:^^?V^>t) X h^J/^ai^;!/] -2, 3 -i?fci Kn- 1 H- 1 -/<>X 
T-^fcl°>-4 -5!j;i/7K>Mr^ F (-fb-^^l 1 ) (555mg, 75%) ^rfife^^ilb 

■P 180-183TC. 
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NMR (200MHz, CDCI3) 6 1.64-1.77 (4H, m) , 2.21 (3H, s) , 2.24 (3H, s 
), 2.59-2.67 (IH, m) , 2.92 (2H, t, J=6.8Hz), 3.04 (2H, t, J=4.6Hz), 3.37 
(2H, td, J=11.2, 2.9Hz), 3.57 (2H, s) , 3.92 (2H, t, J=5.3Hz), 4.01-4.07 
(2H, m), 4.22 (2H, t, J=6.8Hz), 7.01 (2H, d, J=8.8Hz), 7.20 (IH, d, J=8 
.GHz), 7.32 (2H, d, J=8.8Hz), 7.47-7.58 (7H, n) , 7.68 (IH, d, J=1.8Hz), 
8.55 (IH, s). 

IR (KBr) 1667, 1607, 1514, 1497, 1360, 1314, 1246, 824 cm"^. 
Anal. Calcd. for Cg^HggNgO^S (O.2H2O additive): C, 69.29; H, 6.74; N, 
7.13. Found: C, 69.09; H, 6.58; N, 7.01. 
[0 15 2] 

mmm 1 2 c^b-^^ 1 2 <©^3it) 

4- (2-^D3K^t/X -7 :iL—;V:i^^m (242«g) t.7 -ZfU^- 1 

-^^>n/-N- [4- [ [N-^^;i/-N- (5^ h^b: KO- 2 H-tr^>-4 

--f;i/) r^Jl -2, 3-i^\^\^u- ih- i-^yxr 

•^fcr>-4 -:;t7;i/3K>^T^ K (436mg) Sr^K : :t ^ ^ : (1:1 
: 10. v/v, 18.0ml) izmM^-^. mWtitJ V ^ (299mg) S:iD;lfco ^(OU^ 

^^n'yV'Ol^ (42ing) ^Mtl. r;i/:J>#H^T"e 1 O ^KJD^S?)^?: bfco 

?!7^A^n*7h^^7>f - (30g, ifgEX^;i/ : 31^ : hy3:^;i/T^> 

= 1 8 0:2 0:1) SbCcn^f y -;I///^:ap-t)->:^^ ^ 

z:illC<fcU. 1-:^^JV-N- [4- [ [N-^^;i'-N- (•5^h^tKn-2 

H-tf^>-4 ->r;i/) T^y] -7- [4- iz-zfu^ 

^>yjih^iy) 71-;!/] -2, 3 -S^t: Kn- i h- i -/<>Xr-€tf >-4 
-:?t7;L'3}-C>^r ^ F (^l:-^%12) (186mg, 35%) ^r^fe^Sil bT#7L<. 
mp 136-138*C. 

NMR (200MHz, CDCI3) 6 0.94 (3H, t, J=7.3Hz), 1.65 (2H, sextet, J=7 
.2H2), 1.69-1.76 (4H, ■) , 2.21 (3H, s) , 2.57-2.72 (IH, n) , 2.96 (2H, t, 
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J=4.4Hz), 3.09 (3H, s) , 3.32-3.43 (4H, m) , 3.51 (2H, t, J=6.8H2), 3.56 ( 
2H, s), 3.81 (2H, t, J=5.0Hz), 4.01-4.06 (2H, m) , 4.16 (2H, t, J=4.9H2), 
6.88 (IH, d, J=8.4Hz), 6.98 (2H, d, J=8.8Hz), 7.30 (2H, d, J=8.6Hz), 7. 
40-7.56 (8H, m). 

IR (KBr) 1651, 1607, 1514, 1501, 1312, 1244, 1186 cin"^. 
Anal. Calcd. for CggH^^NgO^ (O.SHgO additive): C, 73.39; H, 7.80; N, 7 
.13. Found: C, 73.12; H, 7.67; N, 7.08. 
[0153] 

mmm i 3 ut^m 1 3 <Dm^) 

4- iS-^ih^^zfuM^i/) -7 3L::^}V:i^^m (250mg) HI -ZfU^- 1 

-^5=-;i/-N- [4- [ [N-^5^;i/-N- (5^ h^t Fn- 2 H-br^>-4 
->f;i/) r^Jl -2, 3 -i^n Ko- 1 h- 1 -^oxr 

-^tr>-4 -:;IjA'3K>^T^ F (450Bg) ^7i(. i J —JV : F;i/a:> (1:1 
: 10, v/v, 18.0ml) lC^j»$-&, mWlitJ V ^ ^ (308«ig) $:JO;lfe„ ZlOlg-^ 

^Z/n=^V^h. (43mg) ^^TL. T;1/3>'#H^T1: 1 o^raiui^jg^i^^bTt. 
:j!j^Ai57Dx'h^^7-f - (25g, B^^a:^;i/ : 3i^y->n/ : FUni^;i/T5> 

= 10 0:10:1) -xn^x^. S e>tcx^ >^ e>#^^$:^?e) 

3i:lCj:y, 7- [4- (3 -n: h^ri/-:/n/K=^$/) :7ai:^;i/] -l-;<^;i/- 
N- [4- [ [N-;?l^;i/-N- (t^F^H Fn- 2 H-l:f^>-4 ->r;i/) T 
$7] ^x:^;!/] -2, 3 -S^t Fn- 1 H- 1 -/<>XT-ehf>-4 

-:^7;i/>ls>iET^ F ai:'a-^i 3) (359mg, 66%) Srltfe^S^i: LT#feo 
■P 98-100*0. 

NMR (200NH2, CDCI3) 6 1.21 (3H, t, J=6.9Hz), 1.63-1.79 (4H, m) , 2. 
07 (2H, quint, J=6.3Hz) , 2.21 (3H, s) , 2.54-2.75 (IH, m) , 2.96 (2H, t, J 
=4.4Hz), 3.09 (3H, s) , 3.31-3.43 (4H, m) , 3.51 (2H, q, J=7.0Hz), 3.56 (2 
H, s), 3.62 (2H, t, J=6.3Hz), 4.00-4.07 (2H, m) , 4.10 (2H, t, J=6.2Hz), 
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6.88 (IH, d, J=8.6Hz), 6.97 (2H, d, J=8.8Hz), 7.30 (2H, d, J=8.6Hz) , 7.4 
0-7.56 (3H, m), 7.40 (IH, s) , 7.48 (2H, d, J=9.0Hz), 7.54 (2H, d, J=8.6H 
z). 

IR (KBr) 1647, 1607, 1514, 1501, 1312, 1244, 1182, 1115 cm~^ . 
Anal. Calcd. for CggH^gNgO^ (O.2H2O additive): C, 73.62; H, 7.79; N, 7 
.15. Found: C, 73.53; H, 7.63; N, 7.11. 
[0 15 4] 

mrnm 1 4 iM:^m 1 4 (omm) 

1 7 - [4- (2-':fU:i<^^) ni h^^i/y'ain;!/] -2, 3- 
i/'t: FO- 1 H- 1 -^>XTifli°>-4 -:;!j;i//J<>^ (379mg) §:DMF (9.5 
ml) lC^«JI$i±, mt^yf—J]/ (0.18nil) S:ADA, ^^1: 3 O^^MWl^t=.o M 

mrmm^^^h. js^s^thf ds.omi) ^M^r=.. — 4- c in-:^^ 

;i/-N- (7=- b^ll KD- 2 H-tf^>-4 — f^P) T^^'] T— U> 

ZlilS^iS (337iBg) tCTHF (lO.Oml) ^M:^. $ ^ IC h U ac^;i/T ^ > (l.OOm 

. j^^^^>U:;!jy;i'?5;^A^?Dvh^*^:7^'- (35g, gf^aQ^;i/-^gt^x^;i/ 
: :ri5? y-;i/= 10:1 ^B^^X5^;i/ : J-JV : F U 3i5^;i/T^ > = 100 
: 10 : 1) -vnmv. i^^^Tx^7-;^;&^e>#M^$:^fv^, 1 -3iN;V$ N 
- [4- [ [N-^5^;i/-N- (5^ h^li Kn- 2 H-tf^>-4 — f;i/) 

-7- [4- (2 ->'"D7K^i/) x hdpi/:7ain;i/] - 
2, 3 FO- 1 H- 1 -/^>XT-lf tr>-4 -5!j;bJK>^T^ F (-fb-^^© 

1 4) (459mg, 80X) S: Sfe^^il LT^fec 
mp 187-189TC. 

NMR (200MHz, CDCI3) 6 0.95 (3H, t, J=7.4Hz), 1.57-1.74 (6H, m) , 2.2 
0 (3H, s), 2.56-2.72 (IH, m) , 3.03 (2H, t, J=5.2Hz), 3.37 (2H, td, J=ll. 
0, 2.8Hz), 3.52 (2H, t, J=6.8Hz), 3.57 (2H, s) , 3.82 (2H, t, J=4.9Hz), 3 
.92 (2H,"t, J=5.3Hz), 4.01-4.07 (2H, m) , 4.18 (2H, t, J=4.9H2), 7.03 (2H 
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, d, J=8.8H2), 7.19 (IH, d, J=8.4Hz) , 7.31 (2H, d, J=8.4Hz) , 7.46-7.58 ( 
7H, m), 7.67 (IH, s) , 8.55 (IH, s) . 

IR (KBr) 1667, 1609, 1518, 1497, 1360, 1314, 1248, 824 cm~^ . 

Anal. Calcd. for CggH^gNgOg: C, 72.34; H, 7.25; N, 7.03. Found: C, 72. 
39; H, 7,32; N, 7.08. 
[0155] 

mmm 1 5 (-fb-^^ 1 5 omm) 

1 -:?i^;i/x;i//J^~;i/- 7 - [4- i2 -zfUTti^t/) x-h^iy^ - 

2, 3 -S/'t: Kn- 1 H- 1 -/<>XT-fe't^'>-4 -A>n//K>^ (296mg) D 
MF (6.5ml) lzmm^-&> i&^C^^-;!/ (0.12iiil) ^iJQ^. ^^-^3 O^mM 

WLt^, mBr^m^^^i^> mmzTUF (is.omi) ^M:^r=.a —is. 4 - c 

[N-:>l^;i/-N- (5^ h^H Ko- 2 H-tr^>- 4 ->f;i/) T^y] :^^}\/ 
] T— y>Ilia^*fe (234iiig) ICTHF (lO.Oml) ^M?L.. $ IC ^^;i/T 

5> (0.69ml) ^MTLtz.. 9c\zmmi\yfcm.^u'^) \:umwL^o'C'^mrvtc.. u 

, W^b, 3^^5:i/'J:*^f;i/?!j^A^^n v'h^^^:7W - (25g. mW.:^^ Jf\^-^Wf 

: aii5f : h i;aQ^;i/T^ >= l O O : l 0 ; l) "es^JgU, i^V^ 

T:ii^ 7 -;l/;&^e>#^^$:=^f v^. 1 - ^ N - [4- [ [N-^ 
^>>l/-N- (t^ h^t FO-2H-tf^>-4 ->f;i/) r^y] :7ai::^ 
-7 - [4- (2 -::/'n3K=^$/) x h ^2/"7a:-;i/] -2, 3-s;iiKn- 

1 H- 1 -/OXTiftf >-4 -5!7;i/JK>®?r^ K (fl:-^ifefl 5) (248mg, 58% 
mp 161-162'C. 

•^H NMR (200MH2, CDCI3) 6 0.95 (3H, t, J=7.3H2), 1.65 (2H, sextet, J=7 
.IHz), 1.69-1.77 (4H, m) , 2.21 (3H, s) , 2.54-2.70 (IH, m) , 2.88 (3H, s) , 
3.13 (2H, t, J=5.0Hz), 3.37 (2H, td, J=11.4, 5.6Hz) , 3.52 (2H, t, J=6.8 
Hz), 3.57 (2H, s), 3.82 (2H, t, J=4.8Hz), 3.91 (2H, t, J=5.7Hz), 4.01-4. 
07 (2H, m), 4.18 (2H, t, J=5.0Hz), 7.00-7.04 (2H, m) , 7.32 (2H, d, J=8.4 
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Hz), 7.50 (2H, d, J=8.8Hz), 7.48-7.66 (7H, m) . 

IR (KBr) 1663, 1609, 1516, 1493, 1343, 1310, 1248, 1154, 667 ctsT^ . 

Anal. Calcd. for CggH^^NgOgS: C, 66.74; H, 7.00; N, 6.49. Found: C, 66 
.56; H, 7.03; N, 6.36. 
[0 15 6] 

mmm 1 6 i^t^m i e ©^it) 

4- (2 -X h^pi/JC h:3f S/) '7 3i^JV:^^m iSZdms) HI -ZfU^- 1- 
X5^;i/-N- [4- [ IN-^^JI-N- (t^ h^t KD- 2 H- tr^>-4 - 

>f;i/) r^Jl -yoL-jv^ -2. 3 -s^'n Kn- 1 h- 1 -'Oxr-e 

If >-4 -:?!j;p3j<>^r ^ K (537mg) S:xK : 31 5? / : h;i/:n> (1:1: 
10. v/v, 18.0-1) lC?§fi?$-&, mWti^V^M. (357mg) 5:}&n;^:to Cl(Z)?g-^#J 

yA'^t^^M, (50Big) $:in^, t;v:3>#h^T"^ 1 4 ^^iniftM^S?: Lfco H 

^i^i^DVhi}^^7^ - (35g, if^X5^;i/-»B^^X5^;i/ : 1 0 : 

1 -^l^Mx^;i/ : y : h i;x^;i/T^ > = 100:10:0. 5) T'2ft 

mv. $e>icif^xf^;i//i PE*^^ll^^s:^f ej^iitcj: 7 - [4- (2 

-xh^S/xh^$/) 7jix;i/] -i-x5^;i/-N- [4- [ [N-^^;i/-N 
- (^h^t KD-2H-tr^>-4->f;i/) r^y'] y^i—A^i -2 

3 -i/ti Kn- 1 H- 1 -^>>CT-fe'tf>-4 -?b;i/3JOMr^ K afc-^^i 

6) (332mg. 53S6) b T#^o 

np 114. 5-116. 5t;. 

NMR (200MH2, CDCI3) 8 1.26 (3H, t, J=6.9H2), 1.32 (3H, t, J=7.1Hz) 
, 1.63-1.76 (4H, m), 2.21 (3H, s) , 2.59-2.69 (IH, m) , 2.91 (2H, t, J=4.8 
Hz), 3.31-3.42 (4H, m) , 3.44 (28, q, J=7.0Hz) , 3.57 (2H, s) , 3.64 (2H, t 
, J=6.9Hz), 3.82 (2H, t, J=4.8Hz) , 4.01-4.06 (2H, m) , 4.16 (2H, t, J=5.0 
Hz), 6.91 (IH, d, J=8.8Hz), 6.98 (2H, d, J=9.2Hz), 7.30 (2H, d, J=8.4Hz) 
, 7.40 (IH, s), 7.47 (2H, d, J=9.2Hz), 7.53 (2H, d, J=8.4Hz) , 7.40-7.56 
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(3H, ■). 

IR (KBr) 1651, 1607, 1514, 1501, 1312, 1244, 1175, 1140, 1119 cm~^. 
Anal. Calcd. for CggH^^NgO^ (O.2H2O additive): C, 73.62; H, 7.79; N, 7 
.15. Found: C, 73.45; H, 7.85; N, 7.05. 
[0 15 7] 

mmm i 7 cit^tn^ 1 7 ©^jt) 

4- (2 -:/n7K^i/n:h^$/) y :ii-J]y:^^m (272mg) HI --^U^E- 1 
-ai5^;v-N- [4- C [N-;»^^;b-N- (5^ b^H FO- 2 H-ll°9>-4 

->f;i/) T^y] y^i-jv^ -2, 3 Fn- 1 h- 1 -k>xt 

-^tr:y-4 -:;tj>n/3K>^r^ F (404iBg) S::?K : : h;i/r[:> (1:1 

: 1 0, v/v. 18.0ml) tC^«SS-B:. ^^^fjU'^'A (269mg) ^MXt:^^ ^(DM^ 

^yj^'yVf?!^ (37iiig) SriDX-, T;L'^r>#ffl^T'e 1 4 ^f^iDl^SdS^: b7t„ 

:!fj^Ai{r h ^J'*^ y'^' - (30g, Bt^ai^;L'-»@t^ni^;i/ : 3i^>^-;i/= 1 0 
: 1 ^St^3:5^;i/ : 3l^y-;i/ : F U a:-3^;i/T ^ > = 100:10:0. 5)-^ 

5©SgU, S e>icfif^3i^;i// I PE*>e>flMS$:ff grille <k»j, i-x5^;i/- 
N- [4- [ [N-:>i5^;i/-N- (T^F^t Fn-2H-tr^>-4 ->f;i/) r 

^y] y^L-JVl -7- [4- (2 -:/n7K=^^:i: F=^ri/) ^'ai^;!/] 

-2,3 -VM FO- 1 H- 1 -/<>XT-€tr>-4 -:^j;i/7K>^T^ F 

mn) (22iing, 4656) ^n^&m^nvxm^^o 

mp 106-108*0. 

NMR (200MHz, CDCI3) 6 0.94 (3H, t, J=7,5H2), 1.32 (3H, t, J=6.9Hz) 
, 1.65 (2H, sextet, J=7.1Hz), 1.70-1.76 (4H, m) , 2.21 (3H, s) , 2.56-2.69 
(IH, m), 2.92 (2H, t, J=4.0Hz), 3.31-3.46 (6H, m) , 3.51 (2H, t, J=6.8Hz 
), 3.56 (2H, s), 3.81 (2H, t, J=4.9Hz), 4.01-4.06 (2H, m) , 4.16 (2H, t, 
J=5.0Hz), 6.92 (IH, d, J=8.4Hz), 6.98 (2H, d, J=8.8e2), 7.30 (2H, d, J=8 
.8Hz), 7.40 (IH, s), 7.47 (2H, d, J=8.8Hz), 7.54 (2H, d, J=8.8Hz), 7.40- 
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7.56 (3H, m). 

IR (KBr) 2928, 1651, 1645, 1607, 1514, 1501, 1314, 1244, 1175 cm"^. 
Anal. Calcd. for C37H47N3O4 (O.SHgO additive): C, 73.67; H, 7.95; N, 6 
.97. Found: C, 73.52; H, 7.76; N, 6.95. 
[0 15 8] 

mmm i s ut-^m i 8 (dum) 

4- i2-Zfh^iy:i^h^ty) Z7 3L=^J]/:^^m (324mg) t. 7 - Zf U'e- 1 - 
;*5^;i/-N- [4- [ IN-:^^A-N- (-7^ h^t Kn- 2 H-tf^>-4 - 

>f;i/) r^Jl :7 3i~;i/] -2. 3 -t?\i \^u- in- i -^z/xr"^ 

\^y-4-it}JV-^>Mr ^ (440mg) ^7i^ : J -Jly : (1:1: 

10, v/v, is.oni) izmm^'^. mmiJ')ohs csoimg) ^Mxr=.o z.<DU^m 

^A^S^-^A (42mg) $:inA, T ;Hf>#H^T-e 1 0 ^^ifl^jg^j^S: b:feo 

^A^nvb^^:7-f— (30g, B^^ni^;i/-»Sf^:n^;i/ : m^y ~;i/= 1 0 : 
l-»@^Mx^;i/ : :x.*ILJ—A/ : h Ua:^;i/T^ 100:10:0. 5) Tf^ 
igb, $e)lCgf^ac^;i//I PE*^^S^^$:4f e>3i:iCj; 7- [4- (2 
-^h^S/X h:3r^) :7ai::i;i/] -l-^5^;i/-N- [4- [ [N->t^;i/-N 
- (T^h^t Ki3-2H-br^>-4 — f;i/) T^y] :7a:-;i/] -2 

, 3 Kn- 1 H- 1 -'OXT-^vf >-4 -:^;i/:K>mT^ K (-ffc-^^fel 
8) (287mg. 5356) ^Mi'&U^il VX^tcLo 

np 107-110'C. NMR (200MHz, CDCI3) 8 0.93 (3H, t, J=7.2Hz), 1.39 (2 
H, sextet, J=7.3Hz), 1.55-1.79 (6H, m) , 2.21 (3H, s) , 2.57-2.75 (IH, m), 
2.96 (2H, t, J=4.4Hz), 3.09 (3H, s) , 3.31-3.38 (2H, m) , 3.37 (2H, td, J 
=11.6, 2.7Hz), 3.55 (2H, t, J=6.6Hz), 3.57 (2H, s) , 3.81 (2H, t, J=5.0Hz 
), 4.00-4.08 (2H, m), 4.16 (2H, t, J=4.9Hz), 6.88 (IH, d, J=8.6Hz), 6.96 
-7.01 (2H, m), 7.30 (2H, d, J=8.4Hz), 7.40-7.56 (4H, m) , 7.48 (2H, d, J= 
9.0Hz), 7.54 (2H, d, J=8.6Hz). 
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IR (KBr) 2955, 2936, 1651, 1607, 1514, 1312, 1244, 1186 cm ^. 
Anal. Calcd. for CgyH^yNgO^ (O.lHgO additive): C, 74.12; H, 7.93; N, 7 
.01. Found: C, 73.90; H, 7.82; N, 7.12. 
[0 15 9] 

mmm 1 9 at-^m 1 9 <Dmm) 

4- (2 -:/h^i/X h^i/) •7 3i—J\^:is^m (301mg) t.7 -:fU=E- 1 - 
3i^)V-N- [4- [ [N-^5^;i/-N- (5^ h^H Kn- 2 H-tf^>-4 - 
>f;i/) T^y] y^L-Jll -2, 3 FO- 1 H- 1 -/<>XT-^ 

br>-4 -?S7;i/3K>^T^ F (420mg) Sr^K : 31^ >^ : F;i/31> (1:1: 
1 0, v/v, 18.0ml) lC^«¥$-&, mmijV^M. (279mg) ^rjDJ^feo Zl<^)M'^ife> 

?:t;i/:3>#H^T. ^?a-e3 o^r^m#b. ^ h^^:;^ FU 7x-;i/5j>x7>r 
yj-^^iy^J^ (39mg) S:iD^, T;I/Z3 ^^H^T^e 1 4 ^r^jn^jgS^?: bfco 

^A^nvh^*^7>f - (30g, g^^:i:^;i/-*@t^a:^;i/ : a:^y-;i/= 1 0 : 
1 ^ifligai^;!/ : :nt5? y : h U Ji^^^bT^ >=100:10:0. 5) X^ 
$e>tcm^3i5^;i//I PE3b>e,|f^a$:^?e) Zli:lCj:y, 7- [4- (2 
-^F^i/oi h^$/) :7ai— -l-3i^;i/-N- [4- [ lN-:f^^JV-N 
- (^F^tiFn-2H-tr^>-4--^';i/) T^>^] -2 
, 3 -i^iL Fo- 1 H - 1 -^yxr-if\^>- 4 -it3jv:^yWir^ F (-fb-a-^ i 
9) (218mg, 42X) Sr^l^S^^ L/T#:fec 

■P i02-i06r;. 

NMR (200MHz, CDCI3) 6 0.93 (3H, t, J=7.1Hz), 1.32 (3H, t, J=7.0Hz) 
, 1.39 (2H, sextet, J=7.4Hz), 1.54-1.76 (6H, m) , 2.21 (3H, s) , 2.54-2.72 

(IH, m), 2.92 (2H, t, J=4.6Hz), 3.31-3.50 (6H, m) , 3.55 (2H, t, J=6.6Hz 
), 3.57 (2H, s), 3.81 (2H, t, J=4.9Hz), 4.01-4.07 (2H, m) , 4.16 (2H, t, 
J=5.0Hz), 6.92 (IH, d, J=8.6Hz), 6.98 (2H, d, J=8.8H2) , 7.30 (2H, d, J=8 
.4H2), 7.40 (IH, s), 7.44-7.56 (3H, m) , 7.47 (2H, d, J=9.0Hz), 7.54 (2H, 

d, J=8.4H2). 
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IR (KBr) 2953, 2932, 1651, 1605, 1514, 1501, 1406, 1314, 1244, 1175 cm 

-1 

Anal. Calcd. for CggH^gNgO^ (O.2H2O additive): C, 74.16; H, 8.09; N, 6 
.83. Found: C, 73.92; H, 8.19; N, 6.59. 
[0 16 0] 

mmm 2 0 i^t^m 2 0 om^) 

4- [ (2-Xh:^i/) Xh:^t/] -3-'7)^/yt'Uy3L:^JV1i^^W. (355mg) 

^ 7 1 _3}^;i,5 ;p_N_ [4- [ [N - Jjl - N - (-T^h^HKn 

-2H-t:°^>-4 — ()]y) T^Jl ^x^;!/] -2, 3-$?HKO- 

iH- i-^yxr-^ify-4-iij;vmymr^\^ (5i7mg) ^yi^z ^i^t j -jv 

: (1:1:10, v/v. 18.0ml) K^M^-^. mWli^ 'J ^ (344mg) 

hvyx.—;\y:i^y^y^y^'<'^iy^2^ (48mg) $:in;i> r;i/:?>#H^T"e i o ^ 

, m^^t^Vitj^/uij^J^^u^h^'^y-r- (30g, »^x5^;b-^gf^x5^;i/ 
: 31^ >^-;i/= 1 0 : i-»Sf^x^;i/ : x^/-;i/ : hUx^;i/T^>= 10 0 
: 10: 1) -e^lfigU, $ e)fcx^ -;i/3b^e3#M^$:^re)r i:tc j: 7- [ 

4- X h^i/- 3 -:7 ;!/:*- 0 7 31 x;i/] - i -;Jn;i/^ ;i/-N - 

[4- c [N-;)i5^;i/-N- (T^h^t Kn-2H-tr^>-4->f;i/) r^y 

] :7ix;v] -2, 3 Fn- 1 H- 1 -'<>XT-^tf>-4 

;1/jK>^T^ F ab-^#l2 0) (476mg, 76%) $: fi-fe^lr bT#fco 
mp 188-191^. 

NMR (200MHz, CDCI3) 6 1.26 (3H, t, J=7.1Hz), 1.64-1.77 (4H, ■) , 2. 
20 (3H, s), 2.57-2.72 (IH, m) , 3.04 (2H, t, J=5.2Hz), 3.37 (2H, td, J=ll 
.3, 2.9H2), 3.57 (2H, s) , 3.63 (2H, q, J=7.0Hz), 3.85 (2H, t, J=4.9Hz), 
3.92 (2H, t, J=5.6Hz), 4.01-4.07 (2H, m) , 4.25 (2H, t, J=4.9Hz), 7.09 (1 
H, t, J=8.6Hz), 7.20 (IH, d, J=8.2Hz), 7.29-7.36 (2H, m) , 7.32 (2H, d, J 
=8.0Hz), 7.45 (IH, s) , 7.53 (2H + IH, d, J=8.8Hz), 7.56 (IH, s) , 7.65 (1 
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H, d, J=2.2Hz), 8.55 (IH, s). 

IR (KBr) 1669, 1501, 1358, 1314, 1269, 1238, 1198, 1138, 1125 cm'^. 
Anal. Calcd. for C35H4QFN3O5: C, 69.86; H, 6.70; N, 6.98. Found: C, 69 
.66; H, 6.40; N, 6.71. 
[0161] 

mmm 2 1 i^t^m 2 1 

3_^nn_4_ x (280iiig) Hi- 

ZfU=^- l-:^?V^JV-N- [4- [ CN-;<^;i'-N- (7^h^fc:Fn-2H 

-if^>-4 — f;i/) r^y] :7ai-;i/] -2, 3-i;fc:Kn-iH- 

1 -'<>XT-^tr>-4 -:5ij;VJi<>mr^ K (380iiig) S:;*C : 3:^ y : 

:n> (1:1:10, v/v, IS.Oml) (253mg) ^iJQX 

3L—j\/it^y^z7^^A^p^j^ (35iiig) $:inx.. t;i/::1 >#H^T'e 1 0 ^Kin^ 

J = 1 0 : l-»Bf^a:^;i/ : y : h U:n^;i/T^ > = 10 0: 10 
: 0. 5) X-nmh. ^(oiZ:si^ J-)Vi)^^nmm^nt>:iiHZ^V. 7- [3 
UU- 4 - (2-Xh^lri/) 31 h^$/37 3::^;i/] - 1 -3j>;i/^ ;V- N - [4 

- [ [N-pt^;i/-N- (5=- h^n Fn- 2 H-lf ^>-4 r^>^] ^ 
^;i/3 7x:^;i/] -2, 3 Kn- 1 H- 1 -^>Xriftf>-4 -:^;i//J< 

>mT^ K ab'^ife2 1) (342ing, 73%) S: fi-feSS^i: bT#fcc 

■P i98-20or:. 

NMR (200MHz, CDCI3) 6 1.26 (3H, t, J=6.9Hz), 1.64-1.76 (4H, m) , 2.2 
0 (3H, s), 2.57-2.69 (IH, m) , 3.04 (2H, t, J=5.2Hz), 3.37 (2H, td, J=ll. 

I, 2.9H2), 3.57 (2B, s) , 3.67 (2H, q, J=7.0Hz), 3.88 (2H, t, J=5.0Hz), 3 
.91 (2H, t, J=6.0Hz), 4.01-4.06 (2H, m) , 4.24 (2H, t, J=4.9Hz), 7.05 (IH 
, d, J=8-4Hz), 7.20 (IH, d, J=8.2Hz), 7.32 (2H, d, J=8.4Hz) , 7.43 (IH, d 
d, J=8.6, 2.4Hz), 7.44 (IH, s) , 7.54 (2H + IH, d, J=8.4Hz), 7.56 (IH, s) 
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, 7.61 (IH, d, J=2.2Hz), 7.65 (IH, d, J=2.2Hz), 8.55 (IH, s) . 

IR (KBr) 1669, 1599, 1516, 1493, 1360, 1314, 1292, 1260, 1140, 1065 cm 

-1 

Anal. Calcd. for C35H4QCIN3O5: C, 68.00; H, 6.52; N, 6.80. Found: C, 6 
7-71; H, 6.43; N, 6.71. 
[0 16 2] 

mmm 2 2 iit^m z 2 om^) 

4- (3-:/n3K^i/) •:fU:i<^iyZ7aL=.)V:^^m (270«g) ti-^w^- 
l -:^j]y^jV-N- [4- C [N-^6^;V-N- (-7^ h ^ t Fn - 2 H - tf ^ > 
-4 — f;i/) T^y] ;^^;^] ^'x-A] -2, 3 -i/H FD- 1 H- 1 
XT-^tf>-4 -5t7;i/3K>mr^ F (377mg) ^Ti^^ z 31^ J - )]/ : h;i/X> (1 
: 1 : 1 0, v/v. 18.0«1) izmm^"^. ^WtijV^^ (251mg) SrSflJ^fc, Zl® 

>{ :y n=y (35mg) $:in;^, t;v:3>#h^TT' i o ^^An^MSS?: b 

10:1 : y : h Ux^;i/T^ > = 100:10:0. 5 

) T'«^b, $e>icx^y-;i/*^e)Slg^^^f^:ii:ic<fcU> 1 ->jx;i/^ ;i/-N 

- [4- [ CN-^^>n/-N- (T^h^fc FD- 2H-bf^>-4 ->f;i/) 

7xx;i/] -7 - [4- (3->^D/J<^t/) :/n/K^S/7xx;i/] 
-2. 3 -^'h: Fn- 1 H- 1 -^>XTif i^°>-4 -:^j;U/}<>MT^ F (-fb-^ 
4I>2 2) (304mg. 66X) S: fi-feM^i: bT#7t» 
up 174-177r;. 

NMR (200MHz, CDCI3) 6 0.92 (3H, t, J=7.3Hz), 1.60 (2H, sextet, J=7 
.IHz), 1.69-1.76 (4H, m) , 2.08 (2H, quint, J=6-2Hz), 2.20 (3H, s) , 2.59- 
2.69 (IH, m), 3.03 (2H, t, J=4.9Hz), 3.31-3.41 (2H, m) , 3.41 (2H, t, J=6 
.6Hz), 3.57 (2H, s) , 3.61 (2H, t, J=6.0Hz), 3.92 (2H, t, J=5.3Hz), 4.01- 
4.09 (2H, m), 4.12 (2H, t, J=6.4Hz), 7.00 (2H, d, J=8.8Hz), 7.19 (IH, d, 
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J=8.0Hz), 7.31 (2H, d, J=8.4Hz), 7.46 (IH, s) , 7.51 (2H, d, J=8.4H2), 7 

.54 (2H, d, J=8.4H2), 7.49-7.58 (2H, m) , 7.67 (IH, d, J=1.8Hz), 8.54 (IH 
, s). 

IR (KBr) 2940, 1669, 1607, 1516, 1497, 1360, 1314, 1248, 1119 cm"^. 

Anal. Calcd. for CgyH^^NgOg: C, 72.64; H, 7.41; N, 6.87. Found: C, 72. 
46; H, 7.62; N, 6.95. 
[0163] 

mmm 2 3 i^t-^m 2 3 <Dm^) 

3-3lhdpS/-4- i2--fU:^^t/) h^t/y 3L~fl/:i^^m (324ing) t. 

7 -3fn^- 1 -3j^;i/^;i/-N- [4- [ Cn-^^;i/-n- (-T^h^nKn- 
2H-tr^>'-4 --r;i/) r^y] -2, s-s/uFn-i 

H- 1 -K>XTiftr>-4 -5t7;^3j<>^r ^ K (401iiig) SttK : ^i^Jf : 
(1:1:10, v/v, 18.0«1) IzmM^^. mmitjV^I^ (267«g) 

vy 3i=^}i:^^y^y -{ y^^^iy^yj^ (37mg) sriDx., r;b:^>#ffl^TT' 1 o^ra 

x.i$f y -;b= 1 0 : 1^0^ai^;i/ : y : h V :r.^JVr ^Z/= 10 0: 
10:0. 5) xmmi^> $e>{cg^^ji5^;i//i PE:^)^e,#M^^ee)z:i:^cJ: 
7- [3 -n: lNdr2/-4 - iZ-zfU-^^t/) ai h 5^:7 3i^;i/] - 1 -Jix 
;i/^;i/-N- [4- [ [N->i^;i/-N- (5=- h^t: Fa- 2 H-tr^>-4 - 
>r;i/) T^y] ^^Jil y^-jvi -2, 3 -s^b: Kn- 1 h- 1 -/^>xr-^ 

If >-4 -;b;V7j<>^T^ K ai:-^%23) (317mg. 61%) Srfife^^ilbT^ 
mp 117-119^:. 

NMR (200MHz, CDCI3) 6 0.94 (3H, t, J=7.3H2) , 1.48 (3H, t, J=6.9Hz) , 
1.64 (2H, sextet, J=7.2Hz) , 1.64-1.76 (4H, m) , 2.20 (3H, s) , 2.57-2.70 
(IH, ■), 3.03 (2H, t, J=3.6H2), 3.37 (2H, td, J=11.2, 2.7Hz), 3.53 (2H, 
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t, J=6-7Hz), 3.56 (2H, s) , 3.84 (2H, t, J=5.1Hz), 3.92 (2H, t, J=5.3Hz), 
4.01-4.07 (2H, m), 4.16 (2H, q, J=7.1Hz), 4.22 (2H, t, J=5.2Hz), 7.03 ( 

IH, d, J=8.8Hz), 7.10 (IH, s) , 7.11 (IH, dd, J=8.4, 2.2Hz), 7.18 (IH, d, 
J=8.4H2), 7.32 (2H, d, J=8.4H2) , 7.50 (2H, d, J=8.4Hz), 7.54 (IH, d, J= 

8.4Hz), 7.57 (IH, d, J=2.6Hz), 7.60 (IH, s) , 7.57 (IH, d, J=1.8Hz), 8.54 
(IH, s). 

IR (KBr) 2942, 1671, 1597, 1514, 1499, 1408, 1360, 1316, 1254, 1202, 1 
140 cm~^. 

Anal. Calcd. for CggH^^NgOg (O.lHgO additive): C, 70.92; H, 7.39; N, 6 
.53. Found: C, 70.71; H, 7.36; N, 6.47. 
[0 16 4] 

mmmz4: (ib-^#f2 4®sg5t) 

(2, 3-Vil\^U-ly JV^ :^^m (221mg 

) i: 7 -^D^- 1 ->^^;i/-N- [4- [ [N-;t^;i/-N- (5^h^tKn 
- 2H-tr^>-4 ->r;i/) r^Jl -2, 3-t;t:Kn- 

1 H- 1 -/<>XT-^fcr>-4 -:*;i/3jf:y^T^ F (397iiig) S:*:ai^7-;i/ 
: (1:1:10, v/v, 18.0ml) JC^ft?$ii:, mk:^ V ^ mas) 

hVz7 3l-JV•i^y^z7^ y/^^Z/^M. issmg) ^m^. r;i/i3 >#H^TT i o 

, ^m^iyVi3^Ji'i3^J>>^U'9^hlf^y>(- (35g, : oi^ 

= 2 0: 1) XmmV. $ e)lCaQ^ y-;l/A^e>^i^^S:4?^ 3i:tC J: y 7- (2 
, 3-s;>tKn-l, A-KyVt^yi-^t/y- 6 — - l -:^^)V-N- [ 
4- [ [N-;i^;i/-N- (^h^tKD-2H-tr^>-4->r;i/) T^/] 

ya^-JVl -2. 3 -i^'t KD- 1 H- 1 -^>XT-ifi^>-4 
^ymr^\^ iit^m2 4) (215mg, 49X) ^^fe^^i: bT#:^o 
mp 164-16510. 

^H NMR (200MHz, CDCI3) 6 1.63-1.76 (4H, m) , 2.20 (3H, s) , 2.53-2.73 ( 
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IH, m), 2.95 (2H, t, J=4.4Hz), 3.07 (3H, s) , 3.31-3.43 (4H, m) , 3.56 (2H 
, s), 4.01-4.07 (2H, m), 4.29 (4H, s) , 6.86 (IH, d, J=8.4Hz), 6.90 (IH, 
d, J=9.6H2), 7.05 (IH, dd, J=10.4, 2.2H2), 7.07 (IH, s) , 7.29 (2B, d, J= 
8.6Hz), 7.37-7.55 (3H, m) , 7.54 (2H, d, J=8.6H2) , 7.62 (IH, s) . 

IR (KBr) 2948, 1644, 1597, 1514, 1497, 1406, 1312, 1283, 1246, 1188, 1 
071, 810 , 733 cib"1. 

Anal. Calcd. for CggHgyNgO^ (O.2H2O additive): C, 72.96; H, 6.94; N, 7 
.73. Found: C, 72.86; H, 6.91; N, 7.70. 
^\ [0165] 

4- (2 -X h:^>>ai N:^i/) -7 aL—)]y:^Om (246ing) i:7-:;^D^-l- 
ZfUt^Jly-N- [4- [ [N-;*^;i/-N- (7^ h ^ t: Kn - 2 H - If ^ >- 4 

-'f;!/) r^Jl ysL—j]^! -2, 3 -^^ kd- 1 h- 1 -k>xt 

"Hlfy-A -i^/Vi^ymr ^ ]^ (400mg) ^tK : y : (1:1 



1 0, v/v, 18.0ml) izmm^-it. mWlit} V ^ (259ag) %:iD;lfco Zl®? 



(36iiig) $:inx., T;i/rf>#H^TT'i o^rainll&«??£$:bfco 

•^"7 hs^ W^Y f'y-y >( — (30g, : :n^? y — ;i/= 1 0 

: 1) T'^igb, ^ e>lC@^^x5^;i/- I PE*^e>#^S$:^f :i^C<k y 7 - [ 
4- (2 -aih^^ri/X h^i/) -7:^.—^ -N- [4- [ [N - ;>l N - ( 

^ t Kn- 2 H-lf^>-4 ->f ;b) T^y] :?t^>n/] -i-y 
o 2, 3 - i/t: Kn - 1 H - 1 -K>>CT-tf >- 4 -:^7;i//K>^T ^ K 
(-fb-^«^2 5) (216mg, 46%) Sr^fe^^ i: UT#Jto 
mp 144-147 X,. 

H NMR (200MHz, CDCI3) 6 0.99 (3H, t, J=7.4Hz), 1.26 (3H, t, J=6.9H2) 
, 1.63-1.84 (6H, m), 2.20 (3H, s) , 2.56-2.69 (IH, m) , 2.91 (2H, t, J=4.4 
Hz), 3.28-3.43 (6H, m) , 3.56 (2H, s) , 3.62 (2H, q, J=7,0H2) , 3.81 (2H, t 
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, J=4.9Hz), 4.01-4.06 (2H, m) , 4.16 (2H, t, J=4.8H2) , 6.90 (IH, d, J=8.6 
Hz), 6.98 (2H, d, J=8.8H2), 7.29 (2H, d, J=8.4Hz) , 7.37-7.55 (8H, m) . 

IR (KBr) 2957, 2940, 1644, 1605, 1499, 1406, 1312, 1240, 1177, 1140, 1 
121 cn"^. 

Anal. Calcd. for : C, 74.34; H, 7.92; N, 7.03. Found: C, 74 

.13; H, 7.76; N, 7.17. 
[0 1 6 6] 

mmm 2 e i^t^i^ 2 e <Dmi^) 

4- (2 -:/D/K^^:i: h:^r$^) y ai-JV:^^m (260mg) HI --^^U^- 1 

-yntf;i/-N- [4- [ [N-^^;i/-N- h^t Kn- 2 H-ii°^>- 
4->r;i/) T^y] yj^—jvl -2, 3 - i/\i\^u- 1 n - 1 -^yx 

T-fe*tr>-4 -5tj;i/3K>ilT^ F (396«g) S:7K : >^-;i/ : (1 : 

1:10, v/v, 18.0ml) lC^^$-&, m^it} V ^ (256iiig) ^MXt^o Z.(K>U 

y >f (36iiifi) §:iDx., T;i/r3>#H^Ti? 1 o^Ml^iiSS^b:^ 

;i/5?7^A^ nv h ^'^:7^' - (25g, @fg?ai^;i/^B^gE:i:5^;i/ : 313? / -;i/= l 

0:1) -e«sgb, $e>tcat^x5^;i/- 1 PE*^e>#M^$:^f^^:^^cd:*;N- 
C4- C [N-:)i5^;i/-N- (7^ h^t: KD- 2 H-i:f^>-4 --f ^b) T^y 
] y:iL-}\y'\ -7- [4- ( 2 - ^ D jK^ i/:n h i/) -1 

-:/ntf;i/- 2, 3-i:/HFn-iH-i - /<>XTif tf>-4 -:*;i/7K>^T 

^ F {it^m2 6) (252ing, 53%) Sr^-fe^^i: bT^i^o 
mp 128-130 °C, 

H NMR (200MHz, CDCI3) 6 0.94 (3H, t, J=7.5H2), 0.99 (3H, t, J=7.6Hz) 
, 1.59-1.81 (8H, m), 2.20 (3H, s) , 2.56-2.69 (IH, m) , 2.92 (2H, t-like), 

3.28-3.43 (6H, m) , 3.51 (2H, t, J=6.7Hz), 3.56 (2H, s) , 3.81 (2H, t, J= 
5.0Hz), 4.01-4.06 (2H, m) , 4.16 (2H, t, J=5.0Hz), 6.90 (IH, d, J=8.4Hz), 

6.98 (2H, d, J=8.4H2), 7.29 (2H, d, J=8.8Hz), 7.38-7.55 (8H, ■) . 
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